
PATENT 
Customer Number 22,852 
Attorney Docket No. 5273-90 



IN THE UNITED STATES PATENT AND TRADEMARK OFFICE 
In re Application of: 



Koichiro YAMADA et al. 

Serial No.: 10/647,234 

Filed: August 26, 2003 

For: PYRIDOPYRIMIDINE OR 

NAPHTYRIDINE DERIVATIVE 

Commissioner for Patents 

P.O. Box 1450 

Alexandria, VA 22318-1450 



Group Art Unit: Not Yet Assigned 
Examiner: Not Yet Assigned 



CLAIM FOR PRIORITY 



Sir: 



Under the provisions of Section 119 of 35 U.S.C., Applicants hereb 
benefit of the filing date of Japanese Patent Application Number 2001-049 
February 26, 2001 , for the above identified United States Patent Applicatio 

In support of Applicants' claim for priority, a certified copy of the priority 
application is filed herewith. 

Respectfully submitted, 

FINNEGAN, HENDERSON, FARABOW, 
GARRETT & DUNNER, L.L.P. 



Dated: December 4, 2003 





U4r , . ■ 

Arthur S. Garrett 
Reg. No. 20,338 



ft-/ 



a * g # it jt 

JAPAN PATENT OFFICE 



SU * ft O * £ ^ |B ft $ *l T v> & * £ tt T IB (O tfi IS # m K IB 4R S ti X 

This is to certify that the annexed is a true copy of the following application as filed 
with this Office. 

ttllil^^B 2 o o i 2 H 2 6 0 

Date of Application: ~ 



12001-049879 



Hi I I f 

Application Number: 

[ST. io/C] : [JP2001-049879] 



ffi m A 

Applicant(s): 




tbSE#-t ttiSE#2 0 0 3 - 3 0 7 7 4 8 1 



&m 2 0 0 1 - 0 4 9 8 7 9 ^- v : 1/ 

174538 

[ISfflB] ¥J&13^ 2/I26B 

A61K 31/4375 ABN 
A61K 31/519 ACV 

i&mxtmm] m^mm$^u&mmm&m 3tb 3 4 « 7 
[ft*] uuBa 

i&mxitmm) m^.m^^m2r^ 19^ 

[ft*] J^BB El£ 
[§§TO] 

IttP/rXligp/f] if S^BB rfrJU/t 2 - 3 - 8 
[ft*] i- 

l&PJrXlimm] jl|PTt3^^2TS 2 2#tt!4 

[ft*] ^ill 2r¥ 

i&mxttmm] m^mmu^itm its i6#6t 
[ft*] 
[#itm^A] 

[HcSiJ*-^-] 000002956 

i&mxumm] ±mm±^^ $:\zmi\m3TB 2^1 0^- 

[ft*Xii*#] Bai22«*^tt 
[§&!»#] 100062144 

[#a±] 

[ft*X(±*^l »iu « 



tBII#2 003-3 07748 1 



&m 2001-049879 ^- v : 2/E 



[«BU#-^] 100068526 
[#S±] 

[^^^?IR#-^] 013262 

[fflit&m] 21.000R 

WW 1 

M&ttfc] l 

[&?£##*£#-5§-] 9712303 



2003-3077481 



iff II 2001-049879 ^- v : 1/ 

[f&W (T> &m \£ 'J K n° >; ^ v > i tz (i ^ "7 <; v > 

lit I] 




(I) 



r 2 {iTKm/n 1 ^ fzitm&T )u*)vmzmL ; 

R 5 (±g#l£*i-<:v>-T& i^T'J — Hft^T^tU^f.DT'J-^ 
#U#&11 0 

*J tciott^g^^-rnr'J - JvmxW&ZfoX^X <fc Wg^r^^S 
, T'J -JHt-Ij|$^r^tU(/>fl7;K^iioJ:y : li7;i/3 + yI^ 



mtiEilf 2003-3077481 



Wm 2 0 0 1 -0 4 9 8 7 9 ^- y : 2/ 

mtf, ^ur>mi L &£v'i&m.Tfr?*z/mfrbmtfti2>mxw:%>: 
s^ ? zKm»^ ct u^&a r ;u r? v <b s tfn & mx& o , 

R 5 ti$*i5 rgm^^tTV^T^ £^T l )-)Vm_\ [WfeZtlX^Xi> 

< lift ^ntv^ & X 5 - 6 lOM^Iffii^StM $ tiT^T 
Ut«7i^;i/ift7^ ySJf:lil^?ntv^^ «fcv» 5-6 M<7)ip.gt 

nr >; -^ftiD^^v^r^^^T < /S^jluf*i&^-cMi£*iTi/>T & 
xm&ztix^^x i> xi^m&T i,z&ifz>m%:Ztix^^xi>x\s^7i) - 



ttifHt 2003-3077481 



2001-049879 ^- v : 3/ 

o 

n 'j ^^i, u y-;H, 4 < W } ) tf^>; iS tf^-y v — ;H£ 

Hjio Xlf Y } ) t is'~)vmfrhm\£KZ> 5-6 M^i^^MSt*tlf^:£S£ fcti 
, 4 y V -fvo K 4 > K 'J * y; ^y + y 

tUv^tfn'j iH, ^^-^v''J;w^ N tf^V'J;^ k:n>j.=.;i^ N (fn>jy 

^ 5 yyj y-^i^fTyj )vmfrhm\stL2> 5-6 Mo^^a^ii 

n 'j ^ji^, tfn >j 5 ^V; ;H£, — 3fe 

^ h «; T v - >f 5 fv" U v — «t xf^f- T V* U jUtfti* 5 - 

[»^6] ri-c^$*l& rfi^^tL-cv^r^ j: v^a*«*at^:afej 



mfiE# 2003-3077481 



4$£ 2001-049879 



^-v: 4/ 



[ft 2] 




[ft 3] 




J ^ 5$ : 

[it 4] 




Kb 5] 




tBfiEJff 2003-3077481 



mi 2001-049879 



^-v: 5/ 



[ft 6] 

— \lH xn r/ \) 

[^7] 




J #\ ^ : 
[It 8 3 




tiJ!E#2 003-3077481 



m 2001-049879 



^-v: 6/ 



Mt 91 




-e^^tL^ft-ea^^nrv^r ^> ctv^r 5 smiting 
Uti o] 

— l/ ^NMe X |i — 



[ft l l ] 



dr~OH 



s— OH 



O N — 



s— OH 



o-. 

O N — 



OH 



Q N — 



>>— OH 
O N— 



O- . cx . ex. ■ 

cx ccx.ca 



N 




N 



N. 



fcbflilf 2003-3077481 



#11 2001-049879 



^-v: 7/ 



R 3 ^SIE^-C* •) , 

R 4 #\ tK^*^ L < (i^ : 

[it 1 2 ] 




Hfc 1 3 ] 



Me 




imMm 9] r 1 ^;^: 

lit l 4] 




R 3 ■h^mW^'Zh I) > 
R 4 ^; : 



ttlfl# 2003-3077481 



#11 2001-049879 



^-v: 8/ 



[it I 5] 



Me 




R S^iT^^^viiJi^/i fc(±>^n**>/^K:«fc f) g}&£ fix v^r & «t 

[fff*^ 10] (S)- 2 - (2 -k: Kn + y^f^ - 1 - tin <j 
5 -[2 -(4 -^E;u* 'J — j.^^/]- 8 - (3 f^ry^>y 
^)- 7, 8->'t Kn- 7-t^v-t s 'J K[2, 3 - d] kf'j 5 

(S)-2-(2-kKn^y^f^-i-eD«j 6 -[N- I 4 -( 1 

, 3 , 5 - h if 7 v*'; ;u| tDV/i^j 8 -(3-^00-4-^ h 

+ v^> v r /P) - 7 , 8 - v k: Kn - 7 - * + V - kf U K[ 2 , 3 - d ] kf V ^ v > 

> 

(S) - 2 -( 2 - k KD^ry^f^- l - en >J v - /I/)- 5 - * 8 - ( 

3-y-nn-4-^ ^y^>y»-7 , 8 - v k: Kn - 7 - * * V - kf 'J K[ 
2, 3 - d]kf 'j = ^ ^cti-e- tub O^aWU^L^Sigo 

. [W*f 1 1] (S)- 2 -(2 -k: Kn^y^f^- 1 -en t; 
6-[N- |4 -( 1 , 3 , 5 - h kf^ V'J ;M #;w^>f 8 -(3 

-^nn-4-^ h^ry^>y» - 7, 8-yk Kn- 7 - t+V-t: 'J K[2 , 
3 - d] kf 5 

£ (± * W K L t# * ia 0 

[fflft&gi 2] -te^(vni) : 



tbSE#2 003-3077481 



mm 2001-049879 



9/ 



[it I 6] 




(VIII) 



-SR9 



x°m £ ti& e >; k tf >; < v y ttz\ti-v^- >; v >gt# i> l < {±-eo4g 0 
13] 5t : 

[<bi 7] 





OH 



m§E#2 003-3077481 



m m 2001-049879 



^-v: 10/ 



[0 0 0 1] 

#3&IWl± c GMP!HIW*^*y^f 9-Hf(PDE)Itftffl(PDE VIM 

its x xf % <omfe \z m -t z> o 

[0 0 0 21 

, na.wmmw.Mim. %m%^mmmm.^m, m^msmnnmmm 

i O J; T ^ c G M P #1 W P D E Pit f^ffl (BP , PDE V|fi#fpffl) 

9 6/0 5 1 7 6 30, bu^Mtc^-X F7'J T#ff&H39 9 5 5 9 7 7)^ 
Or&«(ftC^rffl-C*4Clt^P>tL-Ci3l), It:*tttti^^ [Vemulapalli h 
, 7^7-t>fx>y-X, |6 7t, |2 3 -2 9l(2 0 0 0f) (Life Sci 
ences)] , [Watkins <b, v • *7 • * U • 

4 >^r^-y a >, 11061 13 7 3 -3 8 41(2 0 0 0^) (J. C 
lin. Invest.)] , 7*7-/7 (Bortolotti ^foxvfDny-, Hi 
18i, ^2 5 3 - 2 5 71(2 0 0 0^) (Gastroenterology)] „ T^l [Mule 

lb, f^-y vjl • v>--^-;i/ • • 7r-73Dy-, 11 2 71 H 

5 1 4 - 5 2 01(1 9 9 9^) (Br. J. Pharmacol.)] , [Bakre v> 
-f-^ • •■t^7--AMt^^h'J- > ^771 Hi 5 9 - 1 6 71 
(2 0 0 0^) (J. Cell. Biochem. )] , RttJS. [Turner r'J-r-f r>a • v 

• *y • 7r— rnny-, Hi 1 H Hi 1 9 8- 1 2 0 41(1 



thfl# 2003-3077481 



#11 2001-049879 



^-v: 11/ 



9 9 4^) (Br. J. Pharmacol.)] O^tCfflv^ & Pjt£14&H^$ *IT^£ 0 
[0 0 0 3] 

PDE VPfi#^ffl^Wi"^ 1 - [4-xKy-3-(6, K 
n- l 7 V- 3 -7°n tf;l/- 1 H- kf^ Vn [4, 3-d) k? 

'>;Uf-*^7 4 ^(Sildenafil)) ^^iftfe^^O^BO^tc^fflTabS d t 
&$R^-£*iTv>& [Boolell -*f • v -v - f- ;u • ^r- ^oov- t7°'J^ 

11 55#, 5 -5§\ f4 9 5Al7 3 9 (1 9 9 6^) (The Journal o 
f Urology, Supplement), Terrett /*>f * Irfrif— y 9 • T > K • ^f-fy 
t^-^UF'J-^^-X, i6t, il 5f> 11 8 1 91 ( 1 9 9 6$ 
) (Bioorganic & Medicinal Chemistry Letters) i3 <fc t/Bal lard ^, 7''jf 
v • v>-t^;w • si" "/ • ^ r--7r?n v— -fui/ — 7*j y? • y-f*) * y b 

> il 1 8t, 153P ( 1 9 9 6^) (British Journal of Pharmacology, Pr 
oceeding Supplement)) o 

[0 0 0 4] 

^#^j:^tH^^<7)giJ^ffl^^^i:^^$nTv^ [Irwin -*f 
• ^a- • K • v>--^;l/ • *7 • ^ r'-f v y, i3 3 8t, 12 0^- 

> §1 3 9 7 - 1 4 0 41 ( 1 9 9 8^) (The New England Journal of Medici 
neK Morales 4 > 9—1- is a • • ^y' • <i ytff-y* • 'J 
"9—*-, ilOt, H2f, i6 9 - 7 3l (1 9 9 8^) (International Jou 
rnal of Impotence Research) HXlf Goldenberg, ^ 'J — ^ ;W • -fc^lfa-f 
^ X x |20%, H 6 -S§\ 11 0 3 3 - 1 0 4 81 ( 1 9 9 8$) (CI inical 
Therapeutics)) 0 

[0 0 0 5] 

TPDE V I MFffcfflfcfflM LT^S - <h^^^ttTio 0 [Morales <b, >f 

y^fyat^ • v>-f-;i/ • *r • y*f>7 • »;-9— il of, % 

2-?h ^6 9 - 7 31 (1 998$) (International Journal of Impotence Re 



ffiiE#2 003-3077481 



mm 2001-049879 



^- v : 12/ 



search)] , -/J, ^Jil^PDE V I ^HfMi^^tl^^SfJ £f§ LT</> 
t ^$g-^^tL-CV^ [Morales 4 > 9 - i~ v a • v> - ±)V • * 7 
• ^ >*r>^ • il 0t, »2^, ^6 9 - 7 31 ( 1 9 9 8^) 

(International Journal of Impotence Research) $3 X V s Estrade 3 — n 
\zT> • • -st? • 77-73D>;-, 13 5 21, 1157-163 

M (1 9 9 8^) (European Journal of Pharmacology)] 0 
[0 0 0 6] 

[%wtm-ik lxo t-rz mm] 

[0 0 0 7] 

*§§W«±, -fet(i) : 

Utl 8] 




(I) 



R 3 (iTK^T, W&ZftX^XiiX^i&mTfrirfrmttzlZW&ZtlX^Xi) 
R 4 (i7K*J^T-, 1£j»T^^;Hfei Ttfi^xMtg L < tiT 5 Kfl:$ftTv»T 

<£ LKvMMT^^T ^ y ill ft &2fe-Cfi&$ tiTv^r i> I i/MSStT 

fcbSE#2 003-3077481 



#11 2001-049879 



^-v: 13/ 



-c^ztiz e »; k t? <^>ttziti-y^ v y m # it- 1 tz it ^ <Dmmw \z &m 

[0 0 0 8] 

^I*^*J Ltli, 5-1 Olff^i L < (i-^^- 

~ 1 0Mcozi^^-M^l«^*/6 ? *tf <b*i, S^KiyfciftKte, liOU^S 
, ^nij^^i, kfn»;v-;w^, ^ ^ ^VJ 

^-as^ist^*, -r > k o -r y y k >; > k >; * j 

■j >f y y .j yi; - ;l^|£<7) 8 - 1 0 M^OZUt^M^IIlS^ 

[0 0 0 9] 

[0 0 10] 

(±, tf 'J >>*;H6, t: 'J 5 >^-^3&^o 5-6 M^^SIt^^tlf^ 
[0011] 



tHIHf 2003-3077481 



&M 2001-049879 



^-v: 14/ 



#1 $ *IT v> r & <fc v> T V - t tz it ( 2 ) zK^S, ' n n Y > JfcT-fc X Tf&k T )\< 
[0 0 12] 
[0 0 13] 

';-/ua6t<i±iatrai:5~ i oM^.^i^(ir^^-M«^^i*^s* 

[0 0 14] 
[0 0 15] 
[0 0 16] 

R5t^$ti5 r*&$*iTv*Tfc ctv^T'; -;i^J ^J:^' rg^$tirv^-r 
[0 0 1 7] 

R4-c^£ft& n^T-MfcgL < fir < KfbSftT^-c & <t ^*;Kt'^v;v 

tBIE# 2003-3077481 



<Wm 2001-049879 



^-v: 15/ 



t U v> 5 - 6 I^f f^Itlt^ii: i 0 T 5. Kjb^tL7t:*^^^r->;i/ 
^mfhii^o T< YitZfrtzii )\;tf*is)l<&<Dmt Ltli, fir 
;i/^;u^t:g^$tLTv^T^ J: i^'o <; v* 'J ;i/S, t?^v''J;vS. 

~~ 6 m co^m^mmnmm^xm®: z n x v > x & x v mm t ^ ^ r 

tr^ t?n >; t?n y-^s, ^ rv; )vm. fcf^'J 

)V * v ;w Ifhtl&o 



[0 0 18] 

□ k?;K y t e r t ! -~ 6 <Dm%ifzl£ 

D'f4y, ^V7'DlfjVt + y, rf;^^fy, ^fy7"f^t^ry, t e r t- 
7'^ ^ * * v^O^ifc 1 - 6 (D Um t tz Itfrt&m 7i^ + yi^Mt^o ffi 
l7J^l/>yt^ry§i:(i, ^fl/yy't^y, ifl/y't + y>, f'J^f 



tti|E# 2003-3077481 



# IB 2001-049879 



^-v: 16/ 



[0 0 19] 

^ for 1 )- ^ 2kT*fiJfe ^ntv^U v r 7'J- 
, rem^tLTv^T4> iv^7;V3 + yiJ tcis*t£fii&£ri J , 

lt'tt$tLt^tU^ArD7 , J-^t't1|$tlt^tUV«7i^ 

K £> 1 1 * a&S^Tkm^ ^ n r > JK J: «l r ;p 3 * v 36^ <b 31 lift h m 
[0 0 2 0] 

R5-c^$tLS reJ&£*LTi/>T& J:v^7'j-;H, fi&stL-cwr & iv^ 
^tdj'J- l < (± r ;u * ^ r s y h M i£ti& 3£-ca8l 
^TU^fSl7;^;HJ ^£m&EJH£*i-cv>Tk it>7'J -JHfrHSriftT 
)V 3 * \&WlT)1> *vyV** J: O^Vn n y «b Stfft* Sic «t 

[0 0 2 1 ] 



tbiiE#2 003-3077481 



<Wm 2001-049879 



^-v: 17/ 



^ tin i; tfn >; f 5 h°^>j >*;Hg, tf^9 v- 

?ti±, > K'; >f v >r > k «; )i^m, 4 > k »; v'-^m, >r v 

*y ^iti'Y'J - ;Hg^t>jiif*L* 8 - l oion^^tiits^i 

D»;v— ^f^7'J;H, tf^»jv;v^ ^yy'^^i, 

3£, \£u '1 — tfn 'J v — >r 5 /-/<J tf^'; t'^7y 

h 'J7y-;H, 4 \ W) y-^J:O i 'f7y''J ;ma>ibjg(f *i 

[0 0 2 2] 



at 1 9] 





N — 




N— 




ttifE# 2003-3077481 



&m 2 0 0 1 -0 4 9 8 7 9 ^- v : 18/ 



[ft 2 0] 




J ^ : 
[it 2 1] 




[ft 2 2] 




[ft 2 3] 




[0 0 2 3] 

MKJWfcftKli, RlT-^$tL* rfi&£*iTv>T& J:^3*tt*3t5S;*J 

5£: 



tbIW 2003-3077481 



mi 2 0 0 1 - 0 4 9 8 7 9 ^- V : 19/ 

[it 2 4] 




c5-. o-. 

^— OH ^- QH OH 
Q N — Q N— O N — 



O. Ok. Ok. 

a. co. . co. 



J ^\ & : 
[ft 2 5] 

[it 2 6] 
Me 

Me 




tblE#2 003-3077481 



[it 2 7] 



&m 2001-049879 



^-v: 20/ 



— N \ / NMe — N \__/° 

[0 0 2 4] 

*Hiflwft^ft(I)oH, ct »)SfS LWfc£-« LT(±. — I ) KJ3V> 
t, R 1 ^\ : 

Kb 2 8] 





R 2 ^tK^T-C* i) , 
R 4 ^ *»*5gL<(iS:: 



ttlfiE# 2003-3077481 



!&m 2001-049879 



^-vl 21/ 



[it 2 9] 




[ft 3 o] 



Me 




^ 7 i ~ jvitui $ n r ;i/ * ^ag-eab & f b^^tf ^> a* 0 

[0 0 2 5] 
Iffc3 1] 




R 2 ^tKJRIR^-C* *) > 
R 3 ^SIJR^-C* «J > 

R 4 5$ : 



mi£# 2 003-3077481 



[it 3 2] 



mm 2001-049879 



^-v: 22/ 



Me 




titziJ v 19 „ 

\,*7 ^-)\s&X-$>2>it&W-t)*mf hKho 
[0 0 2 6] 

(S)-2 - (2 -fc Kn^ry^f;!/- 1 -tfn'j v-;u)- 5 -[2 -(4-*)l> 
^)xf)i/]-8-(3-^DD-4 F^ry^>y»- 7,8-yt K 
n- 7-**V-kf K[2 , 3 - d] fcf 'J * 

(S)-2-(2-fc Kn + y^f^- l - t: n 'J y*-^) - 6 - [N- |4-(1 
, 3 , 5 — h 'J ^<^;v) tf 9 V'J ;u| #/P/**>f 8 - (3 -y-nn-4-* h 
v^) - 7 , 8 - y t K n - 7 - 1 V - H° ' J K [ 2 , 3 - d ] f ' J 5 y > 

(S) - 2 - (2 - Ko^fy^f^- 1 - \£u >j j;^^)- 5 8 -( 

3-^00-4-^ h^f->^> -7,8-yHKn-7-t + V-e'J K[ 
2 , 3 - d] kf'J < 

£ ii -e o^S^ W K L t# * tariff <b *i * o 
[0 0 2 7] 

H6Sft_LJ: LWfc#!»fc LTIi, (S)-2- 

(2-fc Ko^y^f^- 1 - bin >; 6 ~[N- 14— (1,3,5— b>; 

;i')tf7V*'J A;w\*t^^]-8-(3-^oD-4-^ h^->^>y>) 
- 7, 8-yt Kn-7-t^y-t 0, J K[2, 3 - d]fc?'J 5 £ £Ji>e<M 



mi£# 2003-3077481 



mm 2001-049879 



^-v: 23/ 



[0 0 2 8] 

*%mit t tzmm-m^i i ) -cm z ti^it^^^m^t tx^m 

5* (vni) : 

[it 3 3] 



-SR9 



m& x vis®®. 7 >v*)VT \ smfrbm uti & itti $ tit v > r i> x ^i&m. r 
x&xz/Yiis —-ftw^. : ^cu-XTT^ti^mxmii^mmw^xh^^, m 





tbSE4f 2 003-3077481 



&m 2 0 0 1 - 0 4 9 8 7 9 ^- v : 24/ 

[ft 3 4] 




[0 0 2 9] 

fc(i-€-<0£(±, Rl, R2 N r3 n r4, r 5 & £ xf/t fzliR 7 ^^T^ 

tt «b * ^1114^*5 ct V s * (D m&ifo <o v > -r n & ^ ts- i> <d -c $> & o 

[0 0 3 0] 

77;i/8I, ->a^B&S, ^<>-tf>^;ix^> 
[0 0 3 1 ] 

, -su-sk ^v^^^m, i)-*>vm, n--> 3 >#j, k«; 

o 



ttJlE# 2003-3077481 



mm 2001-049879 



^-v! 25/ 



^0.001-100mg/kg, t *)t>VmO. l-10mg/k gfi^> BU 
mt-ftltf, lBS^0.1 -2 0 0mg/kg, <h Ofclti&O. 1 -8 

Omg/k ggftt^Wi L^o 
[0 0 3 2] 

, frSimflE^, P»Jg., T#K teffc, 7*7 y7^t')« • r6^«igffiT*£ 
[0 0 3 3] 

[0 0 3 4] 
[it 3 5] 




mtiE# 2003-3077481 



mm 2001-049879 



^-v: 26/ 



[ft 3 6] 




, ^uyymi-itzii^: : - S R 9 (r 9 iilt$^ii:^tiJ:W6:lT)K^ 
x^ztiz>it&m^{ i ) : 

R 5 — N H 2 ( 1 ) 

Ut3 7] 




[0 0 3 5] 



tBKE#2 003-3077481 



#H 2001-049879 



^-v: 27/ 




[ft 3 9] 




[0 0 3 6] 

R 3 1 — H (2) 
(s^tK R 3 1 (±g}&£*iT^T& il^TJ^^ii fcf±tt»£*l-CV>T<> 

[fUO] 




thlE#2 003-3077481 



2001-049879 



^-v: 28/ 



[0 0 3 7] 

[ik4i] 

R 41 

O—P— CH-COOR 81 (3) 
(OR 51 ) 2 

[ft 4 2] 




R 2 



R 41^ COOR 01 
[0 0 3 8] 

fthtitzlt&totf-'liBza: (viii-i) : 

[ft 4 3] 




(VIII-1) 



tBliE# 2003-3077481 



#11 2001-049879 



^-v: 29/ 



-SR9 

[0 0 3 9] 

R 1 -H (4) 

[0 0 4 0] 

(b)tfc, R7^i-SR9, BP*>. (VIII-2) : 

[ft 4 4] 



(5$:*, fe-^(±irietiBi-^i*«:^-r*) 

^S*i&ffr£8nNfcSSi#l±, fl^iifcffc^ftSriftLt, -fe£(ix) : 
[ft 4 5] 



[0 0 4 1 ] 




(VIII-2) 




ffitE#2 003-3077481 



#11 2001-049879 



^-v: 30/ 



[Bffi] 



Hfc4 7] 



[0 0 4 2] 
[ft 4 8] 



[ft 4 6] 




(III 1 ) 




(IV) 




ttlliE#2 003-3077481 



&m 2001-049879 



^-v: 31/ 



[ft 4 9] 




COOR 



81 



mmz&x, — ^(vni-3) : 



[ft5 0] 




41 



(VIII-3) 



R5-X2 (5) 
^S*LMfc£1&&f£ffi3-t*\ R 6^/Noy->M : f--e*>^Jt^(i, ft£-!»(4)£ 
ft^t/£mft LTft^tKlX) izMZ* C^t:^(4 
[0 0 4 3] 

[Cft] 

R4^x^-r;Hfc^^tiT^ Kft£ tLTV^T t «£ 
^*;k^y;Ht^^- JBt55( I - 2) : 



tbtEiTf 2 003-3077481 



mm 2001-049879 



^-v: 32/ 



[ft 5 1] 




(1-2) 



-smzxnmTkfrML, nm^-^v-^itt tzar* vit-t&zt 

»K -^(viii-4) : 

[ffc5 2] 




(VII 1-4) 



(sS*, fe-^-(±iufs<h|wi-^;p*^^'i-^) 

"C^$*l*'ffc^!»SrKL, R 6 \ d y > Jg^ "C ^> ^ ^-p (i , 4 ) fcffcffl 

[0 0 4 4] 

[Dffi] 

i±, it&®(v)^ ^(6) : 
[11:5 3] 

•s^MgBr (6) 



tBIE# 2003-3077481 



mm 2001-049879 



^-v: 33/ 



Kb 5 4] 




R 5 
l 



R33-H (7) 

^S*i&fl:#»*ftUfl£-£, 5$; (XI) : 
Kt 5 5] 



^$*i<Mfc£-!»*»Lfc&, ^(8) : 

L-CHR 4 COOR 8 2 (8) 
[0 0 4 5] 

[Eft] 

R 3 ^TKfft^T-e**— te^(vii) i fc{±HBb£(vin 




tblliRF 2003-3077481 



# m 2001-049879 



^-vl 34/ 



;v*c»*l, — i - i )ui3v>t\ r 3 &i&mT)u*)vmv$>2>it&y>} 

[0 0 4 6] 

[Fife] 

— AS5$;( I - l)K&^T, R 2 43«tt>VS7t(iR 3 tfvXStm^"&£*§£-Cii 

i tz it R 3 £7k*liWW<A2£iCgg&-e § o 
[0 0 4 7] 

[Gfcfc] 

{t^« ? -&5Wi- 1 ) : 

[it 5 6} 




(VI-1) 



-SR9 

(a) R7 l^ny>Jg^4^li 4 hub B-ft^^ ( 4 ) Srftffl 

(b) ttz, r7 l^afe: -sr9, bp*>, -«:5S(vi-2) : 



tBfiE#2 003-3077481 



#ff 2001-049879 



^-v: 35/ 



[it 5 7] 




(VI-2) 



lit 5 8] 




(XII) 



[ft5 9] 




(XIII) 



XTfs^tt^it^tLfz^ mmt&w(3)$:immt, -^(xiv) : 



iHfI#2 003-3077481 



#fK 2001-049879 



36/ 



Uteo] 




[0 0 4 8] 

[Am 

it&mai) tit&md) tvKi&tt. Mmm<oft&Titzi*m?&T. 

[0 0 4 9] 

; J***ty , v*i-f-;l/jc.--r;v, f ^ yx ^ >f ^ If L 



miiE#2 003-3077481 



2001-049879 



^-v: 37/ 



[0 0 5 0] 

^MMX £ £ & OT?*tUfJRFtc«iJ|R{i^v^ > # j§-r > if 

-7 A, ifi -7 V 2 , 3 - no- 5, 6-vv7;- 1 

Rl£*ffi*L*v>J§«t*jg±fflt^^t^*-c§-& 0 2jcKfDti> 0°C- 1 0 0°C. 
[0 0 5 1 ] 

* c t a*-c # & o ^Rtt.fi, - 7 8 r -ifitff m ^mft-r 0 

[0 0 5 2] 

it&m (VI) tzffc^ ( 3 ) * RIS S -£Ttt^ (VII) i,zm < RtEti, iaS60#i5E 

tlif b7t Kn7 7>, * * y - .x* y -;K y^Kyx?>, N, N 

#R(£»i-7 8t-lv^?§iO»^ >9*>»t- 1 0°C-6 OlCe^jg 
[0 0 5 3] 



i±ll£#2 003-3077481 



!fem 2001-049879 



^-v: 38/ 



n^fvF, tMJ^AxKvK, # 'J -7 A tert- r h * v K\ zMJIfkT" h 'J 
^A^^tf ^ft&o LT(i^ ? y -;k .x?/-;k f h7t KD77 

^i^JW-fr^v K, N, N- fWA75 K^<7>l£Ej£.£lfi# L 

a~ i o or-csfatifffc^So 

[0 0 5 4] 

tt^(VIII- 2 ) fcBMfc LTfl:#»(IX) tea* < R&ti, Rfl3iJO#£T»i5fc 

7 8°C~5 0°C, <h^^tt, - 1 Ot- 1 0VX#f-M^Mff-fZ>o 
[0 0 5 5] 

fk^(vm- i)i^i±<fc^(ix)tMk^(4)*Ris$-frr^!»(i - 1) 

o MiLtli, N, V7°Dk:;i/Xf > ^ N — X-f-Jl/^frtf* 'J 

[0 0 5 6] 

[Bft] 

ffc^» (II) K 7 >*-T fb#»(III* ) &IW*#8:I±, ffiffBA 



thfiEijf 2003-3077481 



mm. 2001-049879 



^-v: 39/ 



&tc£lt&lb'^(n) tit^( 1 ) t^It-tRii: LTtf ;b*i£ 0 
[0 0 5 7] 

<t^%(Iir)^jl7cLT^^(IV')^t#^R)S«±, ±feA&lc£ltMb^( 

in) twit Lxit^av) zn&Kfct mm^n^ -t^n 0 

ik&to (iv ) £ $Hb L r f b£^ ( v • ) £ # & rjs ti , ±f Ef t ( iv) zmikLx 

( V ' ) Kfl^fc ( 2 ) £ R(& $ IfliS «£ $ h tc-fb^ ( 3 ) * JRJS $ 
■£T f (VII ' ) £ ft & IS & > fflfS A & £ It £ Vc&to (V)t it&Wi (2)t<D 

j: o^b^t? ( v i ) t it&m o)t <vKfc t mm^ txn^^t &-c § %> e 

£ fcffc£-i» (VIF ) £ mm LTM (VIII - 3 ) Hi* < BOS & mTE'fb^ (VII) * 
ffl^LT'fb^(VIII- l)JcS<-Rt&i:R«tcLTfi 1 ? £ t&X&2> 0 
[0 0 5 8] 

fk^»(VIII- 3 ) izit&®)(5 ) *&*£$-£*Iflli, M^iJO^ffiTig^^v# 

m*"ctm-t&zti!>*m&&o ^th^A 
, »y^A, TK^b^v^A, TkBHt-?- h; *a. TMtib^ h; ^a, 
fb# 'J ^ a, th'j^A^ b * -> k. tfj >>u h^-v k, *'j-)At -r b 

i or-fflv^»M, t o fcitmis- 6 o°cxumizmn-?z>o 

[0 0 5 9] 

±ERlS£j£!»0 -7 *>> R6^'-SR9 T-&£*#^>^fbM3(;^ HfffEA&C 
£ltMb£-#(VIII- 2 ) £gHbLTlb£-t/(IX) £|#&77f£i: LXfto -I t 

&x & , $ u±ief b^tJ (viii - 3 ) fb^t? ( 5 ) i £ f ± foiftfti 

L (IX) Ulb£*tK 4 ) «:RJc.$-fr-Cfk^!»(I- 1 ) fcfcaifHi, buI£A 
&K:i3tt>Mb^%(VIII- l)i^ti^W(IX) Kffc^»(4)£R&S-£Tfl:£-!» 
( I - 1 )*&&EU&tmm~ LXftt>fL&o 
[0 0 6 0] 

[cm] 



ffiliE#2 003-3077481 



mm 2001-049879 



^-v: 40/ 



f t^m (VI) K -7 n y m V \m$L T x t^w £ Tt; (i ^ o > ^ ^ffl £ £ ^ 

mn-f2>mm*<v&t itii, i&@£. £m#$L (zg^t^ *>n^wtb 

*i£ 0 Ltli, F)Vx>, T-feh- 

h'J,>K ynt:^-h'J;l/, fF7tFo77> > miM.it ikm^m&Kfci f&W 
L&vn^^fflv^^^m^&o *KJS(i, -5 0°C- 2 0 0°C\ fcOfrttO 

°c - ffl v > & mm <o m & xum k ittf -r * 0 5 1 § m v » -c m w, $ -£ r ( vi 1 1 - 

[0 0 6 1 ] 

±IS«^<7)mf tit m 12 A K*3 it * ft^t/ (VIII - 2 ) &BJKb LTfk^ (IX) 

fc*i*0»ffc££!»i::ffc<£!»(4 ) &RJ£S-£-Cfl:£-!»( I — 2 ) 
(i, «fSEAffitc*5»t*ft^!»(VIII- 1 )i^(i-fk^!»(IX)tc<t^!»(4)*RJC&$ 

-tf-ctt^tKi - 1 fcra&rLTtrfctL&o 

[0 0 6 2] 

[Djfc] 

ffc^&(V)Mfc^&(6)fcoR(£l±, jta^M^t^Itl, C i:^T^ 0 
fflv^;tjJJ-Ci-6 0 -7 8°C~6 0t:, -7 8t-liS 

-eM^^f-r^o -?-<7)^%^^bt-c<t^(x)ic^<RjS(i, m 

DD-5,6-yy7;-l,4 - ^>y^7 ti'J 7X^70070^ h 



tbliE#2 003-3077481 



mm 2001-049879 



^-v: 41/ 



R(£J±, 0°C~10 0°C, t 0 frltmfi- 7 OttflClfit^o 
[0 0 6 3 J 

Mth'J^A, KUth'^A, *t&#';*A, j£I**£*h V^A^ofcMSI 
v K^^v^-f^^M^fflv^>l^^m*^o ^Rj£<i> 0-150°C, t<0t> 

itMS- 6 o o ce0iiniitfi-^o 

[0 0 6 4] 

'l T)V*)U$>2>\,*ii V T 'J -^***~;i^7^tf p>^l^)o ^itLtti, 7R 

A > hi;xf^7 5>, ^AA^^f^y7 v b\ 'Jf ^AvM V7nt! 

F\ 'Jf-)Ayy^DA + y;V7< K^7> s Wb*L&o iltLtlif f 
7tKn7^>, y^fi^W + y K\ hiViy, ><^y-;U, N,N-y^ 
fH^A7U\ sO*f> y y'n^yx^, fh7t Knxf V>y'7^ 
>^0&R&*IHiFLfc^»«*ffi^*:: t^tb*^> 0 *R(&(4, -10 0°C~ 
ffiv**i§«Oi*jSu <h 0 frit- 7 8°C- 3 0*C-Cjf«Kiiff*&o 
[0 0 6 5] 

[E&J 

r 3 **7K*is : f--c*a^!»(vii) f £ti(vir ) tc, it&%d(2)(D£mit&M 

2)<D±mit&Wlt LXli, tfiU(i\ 2 )*>#JR*ttfc vT >ffc«^<bP« 

fflv^c: <b75 ? ta*^o *R£i±> - i o o°c- 5 o°c, mi l < i*— 8 ot-i 



tlilE#2 003-3077481 



&JR 2 0 0 1 -0 4 9 8 7 9 ^- v : 42/ 

^tiioSl^^Ltli, ZlB6^kT>^r^, 2, 2 -v?nn- 5, 6 -vvT 
y-p -^>v*y ^n^-^K ~ ®gf t-fe > , mm(&50% ZZttMlzm 
i>S:fc#Ul*4, Lt(i, ?nn*H, izgfefbj^, T-fch-h 1 ;^ 

, N.N-y^f^ATU*, p-yy>, #->U>, h;Px>, ^<>Hf> 

o»jGu SiL< l«ifi~ 1 0 0 rr-ftfrgKiifT -r^o 
[0 0 6 6] 

[Fffi] 

f b£& ( I - 1 ) (5£ f > R 2 £ et £>V i 14 R 3 ^tKSR^^-C* £ it&®) \z , 
^t?(2)co#JS^t/^^ffl?-^^SS, &<£ W^*tMb^oM:fiODti 

[0 0 6 7] 

[cm 

(VIII- l)^'fb^(4)*^ffl^-e^X@t[Bl«HLTfi : 9 i^tii, 

fb£-&(vi- 2 ) £$Hb1-£ifKi, iftSBA&ufcita, Ht)iefb^(vin-2) 

fb^tKXII)Mb^%(4)£ftffi£-£&X*i(i, i»SBA8;Ki3»t&, fb£-%(ix 

) k f b^!» ( 4 ) £ itm $ * xfi l r fi 1 -) - 1 a*-c § h 0 

<b#!»(XIII)»Cfb^«»(3)«:ftffl$-±&Xfll±, ltufeA&K£lt&, fb^(v 
I) Kfb#»( 3 ) LTtfd Cfc7& ? -e§£ 0 

f b^W (XIV) * RBPl $ H3: * ISti , -fb#«J (VII) * Kll $ Hi: 4 XS t raflltc L T 

[0 0 6 8] 



2003-3077481 



mm 2001-049879 



^-v: 43/ 



h d t J&*T? # * o 

miMt^di)*, R 2 a***®^-?* o > r 6 ^i-sr 

01, 6 5f, 1 9 4 3^tcE«c$tLTV^^fetCitSi:TK3S-r*Cfc^§* 

(2, R G^VNny^j^^-e^^'ffc^dl) Mk^fc(4)*SJ£$-£&£ t u«t •? 

y* X • 'j — fcf t: • T>"f"- V> • 7*)V • *r \ — (Justus Leibigs Annalen de 
r ChemieK (1973), (5-6), 1025-1035, £>&v>tiDE 2 0 6 
4 0 9 6 HieiR^tLTi/^^^iUCTJijif t^tB5|5*o 
[0 0 6 9] 

[0 0 7 0] 

#g»o i 

(S)-2-(2-t Ko^fy^f ^-l-h'D'j v-;u)- 8 - (3-^nn-4 
- * FJry^>y»-7,8-ykKD-7-t + V-li ,| J K[ 2 , 3 - d ] fcf U 

[it 6 1] 




[0 0 7 1 ] 

( 1 ) 2-**)}/**- 4 -?nn-5 -a. h * v * ;nf 'J ;y>2 5.3 
3 g«N,N-^f^^A7< K8 5ml 7jc<£T3 -*nn-4 - 



mSE# 2003-3077481 



SfcM 2001-049879 



^-v! 44/ 



* h^y^>y>75 > 1 9. 6 2 gON,N-^fWA75 Kl 5 m 1 O 

ittt/ h if^7 r/i6.7mi zmz-&o wmtf 2 0 »i, 3 - ? 

n n - 4 - h^fy^>y>75>9 4 0mg £3jnx. 1 5 frlStWIk. Z h \Z%%T 

g\ sixfK-iaju i o%*^>m*vt?£, ^tKthi^^^, & 

tJc«± h ] ) ^A-e*g«-r-So £ SUETS* U gSSt* n-^*^ 
U 2-^f^ft-4-(3-^no-4-^ h+y^>y'iV7^)-5-i 
^v* ;i/sK-;w k°'J v/>3 8.3 4 g it* : 8 6 °C 0 

[0 0 7 2] 

( 2 ) Tkftf fc i)f-)A7;K-^A4. 1 5g<0rF7^Kn77>l 50mli 
: ffi : M^2 - * ^- - 4 - {3 - ? u u - A - * F^y^>y>7 5 7)-5- 

.x h v 77 i^°'i5y>3 8.3 2 gWr^t KD77>1 0 0ml?| 

M^imr 5-1 0*C-ClNFW^tTJnx.&o SSttl^7&, Etc-ii 
^Sr^a-Cll^Wa^-r^o Rfci&^BfKTM. l 5m 1 Sr^T-CSnx., o 
t/>T*3 NTRSHfc-J- h A7Kv§?R4 . 15ml £7JP;t&o 7K4 . 1 5 m 1 £ 3 IM 
&mizjjQx., ISTiftflWt^o RSi^ft ^ y -7 a til L ^: 

£ fcf£^JET2ft8& L > Sfcffigi f ;i/-^f VT'n tf;i/x-f JVT- F fa i/-y 

*£a H H t»*<D 2-^Wt-4-(3-^nn-4-n+y^>y^7^) 

& i m±fc ; a* : 25.10g, w> * : 1 6 2 - 1 6 3 °c 
^ 2 EM ; jRJt : 2 . 3 2 g , m * : 1 5 9 - 1 6 0 °c 

v^-e-;t»^-r y/n e^x-f^ t^^-9->-c^^tct5fe^L"C, 4. 2 6 go 

fefegla 2 - ^ f ;i/f * - 4 - ( 3 - * n n - 4 - > h ^ v ^ > v ^ T ^ / ) - 5 

-tKn^y^ tr >; < v > £?#& c m ,£ : 1 6 1 - 1 6 2 r 0 

[0 0 7 3] 

i±ifiE#2 003-3077481 



mm 2001-049879 



^-v: 45/ 



(3) ±fe(2)T*#<bft& 2->f;l/ft-4-(3-^nn-4-^ h*v^> 
y;V7 $ y ) - 5 - KO ^ ~>y ^;l/tf 'j ^ is y 2 5 . 1 0 g(7)^DD^il/A 1 5 
0 m 1 JBSiBffitCZ: 3 7. 6 g SrSPx.. Rt&jS^SrMfit? 1 B 

»l $^>n=i^fc-7>*-^3R*i 2. 6 gdttft^oo. 5fts) 

TiilBU ^^^if^-fv^nk'^i-f;H:iSt^ 0 mm^mM 

* - 4 - ( 3 - ? D n - 4 - * Y * "y^<y V : )V T \ J ) - 5 - * 5 'J ^ v > 
2 2 . 4 3 g £?#£o ».£ : 1 2 4 - 1 2 5 r o 
[0 0 7 4] 

(4) 2 -y "f-^^-t- 4 - (3 -ynn-4-^ h^y^^^T^ S )- 5 
;Hi 'J v>' > 2 . 0 5 7 g(7)7 o n*^A 2 0ml ?#$£m- ? n n jfl^cJl. 

fi(80%) 1.4 6 8 gt*0tT»3 0 ^BMt-So ^OR&il^tC L - ~f 
u U y -;^0 .9 0 1 g, ov*t?h 'Jif^7 5 > 1 . 3 3m 1 £#nx., Ott'l 

;V777tt«(S)-2 - (2 - Kn + y^ffl/- 1 - tfn «; 4 - (3 

-^nn-4-y h ^ > v ;wr < y ) - 5 - < ^ fc: U 5 v > 1 . 9 9 9 0 
g £?#& 0 MS (m/z) : 3 7 7 (MH+) 0 
[0 0 7 5] 

(5) ^xfm7*yft»^f*x^f^(0. 0 8 4 g)(7)te7K7" ^7li Kn 
77>(2.0ml )}§«7KiHt7" h 'J 7 A ( 6 0 9.9mg)t*0 

(S)-2-(2-fc Kn^y^f;V- l - n°n 'J - 4 - ( 3 - y n n - 4 

- ^ h^y^>v^7 5 y)- 5 ;i/tf i ; 5 ^>(7^7 , t 0.10 

og)5:f Kn7 7>*-eix., i^^lS-e2^i#t^ 0 i&fpj^ 
ffiQ&i&fr'cmfrirZo 7'i/^7t -f 7'T L c (v« ; > : r-b^-* 1 ^= 



tbliE# 2003-3077481 
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^-v: 46/ 



Ltiffei^(S)-2 - (2 - t: Kodfy^f;!/- l - tfn 'J yx^)-4 - 
(3-^dd-4-^ h+y^>y;VT 5 7 ) - 5 h^y*;i/-f-;vtf-;u) 
tT 'J * v > ( 1 5.3 m g) %n&o m& : l 6 3 - l 6 4 °Co I R (nujol) I 3 3 
80, 1707, 1597, 1556, 1500, 1463, 1193, 117 
4 c m - 1 o MS (m/z) : 4 3 3 (MH+ base peak), 4 0 1 0 
[0 0 7 6] 

(6)±|B(5)Ti#fcfb^(4 5. Omg), 1 N^Miti- V l ) *A7fc?#$[(0. 3 
lml)feiD :, ^y-]K2ml) OS^^Si£T-WI L , 5 B#P^itirf 

■cfejft, K£*H&i-*o #f)tL^M^'/WN t 7f ^ n L c M ; 

^tSt^-x^U-C h 'J^-^-V-v 3 y UC, itfe@#:<7)(S) - 2 - ( 2 - Kn 
+ y^f;i/- 1 - kfn 'J y^;v)-8 -(3-^on-4-> f^y^>y>) - 
7, 8-yt KD-7-t + V-t:'J K[2, 3-d]t°>; 5 v>(8. 8mg)^| 
&o ill* : 1 4 2 - 1 4 3 °Co MS (m/z) 14 0 1 (MH +, base peak) 0 
[0 0 7 7] 

2 - ( 2 - t: 'J v ^ * f>+y)-5-(3-^nn-4-> h^y^>y»-7, 
8-vfc: + K[2, 3-d]fcf'; ^ v>cd£-j£ 

[ft 6 2] 




[0 0 7 8] 

( 1 Y * ^ ( 6 0 %irt#£!KflM&, 0 . 5 5 6 g ) O&Tfc-r F7tKn7 

mH#2 003-3077481 
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^-v: 47/ 



9X6 0 m 1 )m%iVL*"s *^-)V*^y * y^m^^^^^r-^(2 . 2 5ml) 
TOtTW^o •/t^L/citfeian-r h5fcKn77'/(2 0inl )£iPx., 0 
•CT-3 0«J$t^o ±f£H«!J 1 <D(2)X~nh*ltz2 -*?-)VT*-A -( 
3-?dd-4-^ f^y^>y>7< 7 ) - 5 - ^ ^ t: 'J 5 y > ( 3 . 0 0 
0 g)£ — JgKiHlx.. f F7tKn77>(10ml ) SrSPx-TitiR L/iia^^ft? 

: R=Bpi^;i/ = 3 : 1, ov»*c^ nn*;WAJ|i&)^fMliLT&IM^#<Z> 
2-^f^ft-4-(3-^nn-4-^ h ^ y^> y^T * 7 ) - 5 - h 
Jr -> 77 ;io-f?j=ji/ lf-;w) t°^y>(2.8 2 7 g)^ a it* I 14 4-144 
. 5 °Co 

[0 0 7 9] 

(2) ±ffi(l)"C#«bftfcfl:<£|&(2. 8 2 7 g)***^ h *A(3 5mg)£ 

5^y-;K50ml)ti.5 ^M«a£Tfttai- & o RJCj>ll^J» * *££|J 

•r ;i/TSfei£ L"C, te-fe$k»*#i<7> 2-^f^ft-8-(3-^nn-4-^ 
h+y^>y>7^/)-7, 8-yt Kn - 7 - * * V - t? 'J K[2, 3-d]k? 
']v/>(2.4 9 0 g)^ o Il£ ! 189-190 °Co MS (m/z) : 5 3 0 ( 
MH+, base peak) c I R (nujol) : 1 7 3 5, 1694, 1 5 8 3, 1553 
, 1 5 0 3, 1 4 3 9, 1 2 6 0, 1 1 4 3 , 1 0 2 8 cm-l o 

(3) ±IE(2)T-f#7tft#!»(0. 5 0 0 g), m-^nDiti||(0. 3 1 1 g) 
^J:^nD^A(7m 1 )<7>W&m*mBTf 5 5HU££d$-£&o 

-c*£«u aau j^m-t & Q sat^ftKxf ^-e h u f a w - ■> 3 > lt 

, IfeH^2-^f;i'X^t-;i'-8-(3-^on-4-^ F + y^>y;V 
75/)-7, 8-yk Kn-7-t^V-tf'J K[2, 3-d] if 'J ^ y>(0. 5 
2 0 g) £#& 0 : 2 1 2 - 2 1 4 °C 0 I R (nujol) 11 6 7 3 , 1 5 5 7 , 



fcbfjE# 2003-3077481 
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^-v: 48/ 



1504, 1455, 1362. 1292, 1257, 1142, 1071, 8 
0 0 c in - 1 o MS (ra/z) : 3 6 4 (MH + , base peak), 3 3 2 (MH + - 3 2 ) 



[0 0 8 0] 

(4)2-t°'Jy>^i'/-^(5 4mg)Of h7tKn77>(3ml )v§ ?££7jt 
h'J7A(l 9. 8rag)fISTlllir B l*lt^o mhtih-f- Y 0 ^All 
^§?ft^±fE(3)-e#7t:'fb^( 1 5 0mg)^-Jt^SP^^>o. ^^1ST2 

-x;l/-eH|^H^ LTRffac7)2 -(2 - kf'J h^-v)-8-(3-^nn-4 

h^y^^y;V7^y)-7, 8-/t K n - 7 - * * V - k: 'J K[2, 3-d 
]t°')v/>(78.8mg)^#^o Ml. 6 I 1 3 0 - 1 3 1 °C 0 IR (nujol) I 1 
665, 1584, 1505, 1265, 1040, 8 0 3 cm" l c MS(m/z 
) I 4 0 9 (MH+, base peak) c 
[0 0 8 1 ] 



(S)-2-(2-t Kn^y^f-;v- i-t?n'jy-;l/)-8-N-^fil'-7, 
8->'t Kn- 7-^V-tf 1 ; K[2, 3 -d]kf'J 5 V'y<D^m 



[0 0 8 2] 

(1)2 4 -?dd-5 h * v#;i^'-;nf V v>'>(10.0 

g)<7)x h7tK077>(l 5 0ml )i§Si:2 8%T>^e-T7jc(3 0ml)* 

tL*^ST-ife*#-t*o R£>^ft*SSilU S^f;vt-aait^ 0 



mm 3 



Kb 6 3] 
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XA H B 0 (7) 2 - * 5 - J- h * i/i] )Vtf—)V- 4 - T ^ J \Z 'J ^ v > ( 7 . 

0 0 g)£f#& 0 St.* : 1 3 1 - 1 3 2°Co MS (m/z) : 2 1 4 (MH+) 0 I R (n 
ujol) : 34 1 2> 3 2 6 9, 3133, 1693, 1630, 1567, 13 
67, 1 3 1 1 , 1206. 1096c m-l 0 
[0 0 8 3] 

(2) 7R*fb , J^^AT^5-'>A(6 6 4rag)<7)tF7tKD77>(35ml) 
fmwL^±.iU 1 )-ef#£ffc£^(3 . 5 5 g)<7)f- h^t: KD77>(3 5m 1 

-$£7jQ&±-e3 o^^ttrfiTi-^o s«^^$«b^3 o 7^31^1- &o R 

SHt^^7K(0. 6 6ml), ov^'3 N7K^fL-7" h ] ) ^A7K*#'$(0. 6 6 m 1 ) £ 
#Dx., r^<0/AfelnM£t#-?>o Ltf <b < ftfNfe, 7K(3X0.66ml=2m 

, Hfe|g H H a t»*<7) 2 - 5 - M KD^ry^f^- 4-7<7kf^ 

y>(2.5 6g)^ 0 SIS I 1 2 9 °C 0 M S (m/z) : 1 7 2(MH+), 154 
(-H 2 0) o I R (nujol) I 3 4 3 8, 3 2 8 9, 3 1 3 4 , 1 6 3 7, 1 5 4 
7, 1 5 2 4 , 1 4 8 0, 1 4 6 6. 1 3 5 6, 1 2 6 7 cm- 1 0 
[0 0 8 4] 

(3) ±iS(2)Ti#£ft^(2. 5 2 g)O^DD^A(7 0m 1 fflSfc 

%on<7> 3 femo-mt-? 7 . 5 6 g )^*nx., i^t^iiaT-Bit 

<^r£ffit?S*ta L , 7 n n ,t ii/ A - y v 7°n h 0 ;kx-f - A^rf ><dM&<£ 

fe^*^<7)2 -y^;^*- 5 ;W-4-7* yt*^y>(1.75 g) 

£t#&o ltt£ : 1 8 6- 1 8 7°Co MS (m/z) : 170 (MH+) 0 I R (nujol) : 
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3406, 3289, 3177, 1667. 1 6 3 1 , 1616, 1585, 1 
529, 1387, 1180, 7 8 1 c m~ 1 0 
[0 0 8 5] 

( 4 ) Tkmik-t v v u ( 6 o 1 3 o m g ) ^^tKt- h 9 ^ K077 
xi 5mi )mmm- v v j^^**? * y$m(s 26^1 )%m&±xmz-z> 

is ( 3 ) xntzit&m ( 5 0 0 m g ) cot^* £ mmm* iz7km±.x-m xm*. %> 0 * 

-x^^tzK^^STT^Px., tfti^iL, ^laTR-C-^L, iitf'J^A 

■ck*. ^\t^M&mffiLxm&mfc*&2>o z.tiz&m^^tv^ vme 

^LT^T75HC^fe(7)^ H H B t4^*^2 -^•f-A' 5-(* h^f"i/*^#- 
;m*-;i/)-4-7^t: , J^>^(6 1 9 m g ) ^!#^> 0 it * I 19 2-196 
°Co MSWz) : 2 2 6 (MH + ) 0 I R (nujol) : 3 4 4 6, 3302, 1706 
, 1644, 1624, 1573, 1381, 1329, 1 1 6 7 c m - 1 0 
[0 0 8 6] 

(5) ±!E(4)-e#£ft:^(6 1 0mg)<9^ 9 2m 1 )f£mftL\Z-fcmt 
th'J^(60%, 1 3 0 m g ) £ £P;L 1 BfKIIL^o RtSiKK 2 NfflBfcfcig 
ifcfctJP^T^fQU rl^^TK-C^L, ifcJBLfcHttfc&tf), tK, -x--r^£ 
i^Mt^WLT, 2 -^-fyi^*- 7, 8-ytKn-7-t^rV-t: 
'J K[ 2 , 3 - d ] tf 5 v >( 4 8 1 m g ) ZffiMtitxnZo MuS : .2 7 0-2 7 

1 °Co MS (m/z) : 1 9 4 (MH+)„ I R (nujol) : 1 6 7 2 , 1608, 159 
7, 1525, 1460, 1383, 1 1 6 7 c m~ 1 0 
[0 0 8 7] 

(6) ±U(5)xntzit^( 1 0 3mg)Oi!t*v^^^^75 K(3ml)I 

fljffiu 3-K^f;H37^ l ) fc*i&±T?v>f ?oy'j y v-e^px., ov>-e^i 
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ig«E-CIK35 L, ®# £ %B L T ft *b , yMvrn^x-f^i:A^> ffijfc-c 
«fe^Lt, IM*t©2 8 -N-^-f-^- 7, Kn- 

7-^^y-t°'j K[2, 3 - d] tf; S v>(8 2mg)£#& 0 Hi* : 1 92- 
1 9 3°C 0 MS (m/z) 12 0 8 (MH + ) 0 I R(nujol) 11677, 1569, 1 
459, 1369, 1173cm- l c 
[0 0 8 8] 

(7)±ie(6)-Ci#7^fb^(7 0mg)(O?nn,ti^(l .5ml JjgjfcKm-* 
n n ii^jg.#ift (70%, 9 2 m g ) £ *j&±"C— j& tip x. , ?1<£^ £20 # W* 
W-f2>o L-^n'J 7-;i/(3 8rag)i h 'Jxf^75 >(1 03mg)<7)^nn 
^^A(0.5ml)?M^l^|itRS$^ MST 3 Bf IK) if ^ & 0 

, K^?t^L-r^-fe^^tfife@#0?S^(ffi, 1 0 6mg)£t#£ 0 JUS* 

u v-r y^n tr^^-T-^t^^r-f^^-e^u^LT, (s)-2-(2 

-t: Kn^->^f;i/- l -kf n U v — 8 - N-^-f-^- 7, 8-y'H Kn- 
7-**V-fcf'; K[2, 3-d]tTU * v>(6 5mg)^ c it*! 1 4 3~ 
1 4 4°C 0 MS (m/z) : 261 (MH+) Q I R (nujol) 13336, 3275, 1 
647, 1611, 1574, 1517, 1463, 1413, 1341, 10 
4 9 cm - 1 o 

[0 0 8 9] 

mmm 4 

(S)-2 -(2 -fc Kn + y^f^- 1 - tin «; 6 -(^ h^y*^f 

— ;l/)-8-(3-*nn-4-* 7, 8-yH 

V - e 'J K[ 2 , 3 - d ] tf j ; S v ><9£-J& 
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[it 6 4] 




OMe 



CT 



CI 



C0 2 Me 



(1) 2->fW-5-*^5;i'-4-(3-i'nD-4->h*y / <>yA' 
75/)tf'J<y>(0.7 0 0 0 g), 7D>|yyf;K7ml), ^')y>( 
2 14^1 )£ii»m(2 4 8// 1 )<7)M^£m^Tl MPM^U ov>-ei 

2 o °c -c 4 i$ra«#-* £ o RiDfi^ft £ <t±P L , fts^f ^ L , g&f nvtm 
7km-r £ ISfp^i£7X-ev5fe?f- L , s&ai-?- h v f? a U iiiii" 

l^-va >LT, tMttt0 2 -^Wt-8-(3-?nn-4-^ 
>^> ->*;i/)- 6 h *v*;vsK— 7, 8-vk Kn- 7-t + y-t''J 
K[ 2 , 3 - d] fcf'J < v >( 0 . 6 8 1 9 g ) £l#£o H£ : 1 9 1 - 1 9 3 °C 0 I 
R (nujol) I 1 7 4 9, 1698. 1672, 1613, 1578, 1529. 
1503, 1413, 1364, 1331, 1289, 1259, 1179, 8 
0 0c m _ 1 o MS (m/z) : 4 0 6 (MH + , base peak) c 
[0 0 9 0] 

(2) ±JE( 1 )T^#^fb^(0. 8 4 6 g)0^nn*K(8m 1 )v#?ft£31#T 
m-*n 7 0%, 0.513 g)tIST3 0^F«S-T£o 

HjtC h 'Jif^7^ >(0.4 3 5ml)tL-7 s n')7-;K0.2 3 2 g)^*Dx. 

h ^ 7 "7 - ;;nnm: gf-a|.x^;w = 6 : l — ftSE^^^^Si) ^ffl 
«LT*fe3&5fc£», cniftlSif^ty'f V 7*n kf;i^- f;^/M(:t h 
';^-iW-v3 yLtfM»(S)-2-(2-t: Fn^y^f;!/- l - kf 
o v — ;V) - 6 - p< h ~> # 8-(3-ynn-4-^ F^->^>y 

;u)-7, 8-vk Kn-7-t + 7-k''J K[2, 3-d]kf'J 5 v>(2 1. 5m 
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g) *%Z>o St£ I 1 7 5 - 1 7 6 °C 0 

[0 0 9 1 1 
^M^iJ 5 

(S)- 2 - (2 - t: Kn^y/f;v- 1 - fcf n U - 6 - > f-^- 8 - ( 3 

h^v^>v;u)- 7, 8 - Kn- 7 -*3fV-kf 'J K[2, 
3 - d] ^ '>'><D&1& 
Ut6 5] 




(1)2 -p«^-;U^3}-- 5 4-(3-^on-4-^ Ky^>y> 

T^)t s 'Jv>V(0.2 0 0 0 g), 2-*^7^7'nh°t^f ij.x*-;p.x. 
Xf^(0.441g), TkJHt^ h U * A ( 6 0 7 4. 1 m g ) J3 J: 

LKteTfcx h7kKn77>(5ml) <7>?I-£*t7£SimT 1 fl#W#fc#1-£<> 

±|fi"?M# «b ti^JSatO ?Dn*M(5ml) jgjft * m - * n n ( 7 

0%. 16 8mg)tIfiTl 5 7>TOlt^o I^-ft H L — 7*n 'j / — ;v ( 6 9 
m g ) t Y >; jc^-;1/T < >( 1 72// 1 ) SrJHlx., IiST-lftS#t5o > } ) 

te-fefi#c<7)2 ^-;i^^;u-7 —)V— 5 - (2 -j. F^y*jv^^- 1 — ~fu 
^^)-6-(3-7nn-4-> h^y^Vy^T^^^Jy^^O. 2 0 
g)£|#£o 

:w 2 - ^ — 5— (2— J- h 77;^— ;u- l -7°n^~ 

^)-6-(3-^nn-4-> y^>y>7^ / ) f'J y >(0. 2 0 g), L 
-7°n'j;-iK6 9mg), h 'Jif^7< >(1 7 2 ^ 1 )*3 «t Tfir o □ A 
( 5 m 1 ) £ 6 BllffljtSfc-J'&o ->'J*y;^n7^77^ -t*HlLT( S ) - 2 
— (2 — H Kn^fy^f;!/- 1 — kf n 'J 5 - (2 h ^y*^*- ^ 
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- l - -fu^-)V)- 6 - (3-^no-4-^ h ^>^> yJV7 ^ /) fcf'J 5 V 
>(%}2 0 0mg)mo 
[0 0 9 2] 

(2)±ie(i)-et#^>fb^(^2 o omg), TKmb-T- h; *a(6 o%«itfc!Ki» 
t?> i 7. 4mg)iJ«tw f ^ */-M2m l 6 NFW«SEi-*o 

at* 2 4^f B mit^ 0 M^7on-tiu : o : i)ta-e$c 

■7°lx/^x^ 7*TLC(^on*^A : ^ ?y-;P=2 o : i)-c55-f*u 
C^/^f-f 7'TLC^2|lIii)iLt7^^ Afb^ft<7)I^^®*^||, - 
<Dmfrfrhte&mfc(Mfr&)fc&Miit) (3 0.7mg)co(S)-2-(2-fcKn* 
1 - 'J - 6 8-(3-^nn-4-^ h*y^ 

> v ;U) - 7 , 8 - KD - 7 - * * V - fcf «J K[ 2 , 3 - d ] fcf 'J ^ v > 

0 I R (film) : 3 3 8 3, 1653, 1589, 1520, 1502, 1458 
, 1446, 1257, 10635, 799, 7 5 1 c m ~ 1 0 M S (m/z) I 4 

1 5 (MH + , base peak) 0 

[0 0 9 3] 

mmm 6 

(S)- 2 - (2 - Kn^ry-i-fn'j 4 - ^ ■T-fl'- 8 - ( 3 - * n 

n - 4 - * h^ry^> v^) - 7 , 8 - v Ko - 7 - * * V - fef 'J K[ 2 , 3 - d 
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lite 6] 



if 




(1)3 »MtSH( 133 mg)«yif^x-f;Kl .4ml )!Rfl3iKtC 1 . 1 M * 



5 53*IB!»#U fh7tKn77>(2ml)^M, 2 -^A'-?-*- 7 
V-8-(3-*nn-4-* f^y^>y)V)-7, 8-t Knt°'J K[ 2 . 3 - 
d] fcf S v>(5 0 . 0mg)^)f h 7 KD77/(4m'l )v#tft£7JPx. & c RtS 
iS-&!»S:«#L***«b-2 0°C^^o< *) tm&fV41$mfrrtTX-tt'&o 

i&ffi'kiM.Tkvmfr'r ho y'J*7->*7A7n-7F7'77^- (mi& ; * n n * 
: g^i^-;i/=3 : l)«U h'jf a^-ya^ltH/ltM*^ 
2 -^-f-fl^:*- 4 -*^-;U- 8-(3-7nn-4-^ h*y^^y»-3 , 
4 , 7 , 8 - r h 7 H K n - 7 - * * V - kf V K[ 2 , 3 - d ] fc? < V y ( 2 6 . 0 
mg)£f#& 0 it* ! 1 8 4 - 1 8 6°C 0 I R(nujol) : 3 1 72, 1 6 3 5, 1 
572, 1466, 1295, 1253, 1162, 1066, 8 0 9 c m~ 1 
o MS (m/z) : 3 6 4 (MH + , base peak) 0 
[0 0 9 4] 

(2)±iE(l)Tf*e>n-5^!»(7 0. Omg), rBMfcv >2f > ( 0 . 3 5 g)£cfc 

arxo. 3 5 g)&iiJnu $ *i»£*i.i§LTB&£, ->>; 



-f^jftd. 2 7ml)£-15°C--2 0tCT2 



t±lliE# 2 003-3077481 
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f-)V-S-(3 - Z uu- A - * ^^y^>'y»- 7, 8-y t Kn- 7-t + 
V - fcf K [ 2 , 3 - d ] fc? 'J 3 v > ( 3 1.9mg)^ 0 
[0 0 9 5] 

(3)±SB(2)t?^*^%(3 1 . 9mg)<0?nn*M(3m 1 )v£rtem-? 
^$CL-^n'J /-iM8.6rag), h *)3-*f-frT\ >(2 1 . 4 M 1 )£inx., 

m.U~C3 BWKJS z.<nRjBmz^*y-> :SSxf;Ki : i)-eWL 

fcv >; iiYJUij ? h ^ 7 >r -tcffrU > : S£^c^-;u( 2 : 1) 

^fbLTit^^^coCS)- 2 -(2 - Ko^ry/f^ - 1 -\£u <; v 
^)-4-^f^-8-(3-^OD-4-^ F^y^> -7,8-yHF 
n-7-t^rV-(i 0| J K[2, 3-d]k?'J ^ v>(2 8. 7mg)^o i»* : 1 
5 2 - 1 5 3 °C 0 I R (nujol) : 3 3 5 5, 1 6 5 3, 1640, 1600, 1 
571, 1527, 1503, 1343, 1262, 1047, 826, 799 
c m~ 1 o MS (m/z) 14 15 (MH + , base peak) c 
[0 0 9 6] 

mmm 7 

( S ) - 2 - ( 2 - \l Kn * y- 1 - e n 'J y — ;w) - 5 - ^ 8 - ( 3 - * n 

n _ 4 _ ^ j, ^. > _ 7 > g - v t: Kn-7-t^rV-t°'J K[ 2 , 3-d 

[ft 6 7] 




Me 

( 1 ) h 'J ^f;V*X7^ii(9 4 0 ft 1 ) fcTfcSHt-J- h U V A (6 0 %, 2 3 
2mg)Of F7tFD77>(45ml ) MMifc K 0 °C-etlDx. £ 0 £ 0 °C 
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-e 1 B#r«#-f h ( - O tefe^iM-t- £ ) 0 j£ i:2-^f^ft-5- 
*JK^-4-(3-^DD-4-^ h^rv^> i/ )l> 75 y)tf'j 5 0 

g)^-S(:te« rS^^0°C-C-lB#r B m#-r^o I^J-^-^i:7K^iPx.> W 
*8« £ &i£*-Ci5fei£ L , h <; a r-^-r %> o H; * a £ »j§ L T 

0 g, mm; ^nn*u : g^ai > xf-;u=3 : l LT4ffifelS B B H o 
2 - ^ 5 — J- 3r v*A/**— ;Hf— )V) - 4-(3-7on-4-^ 

h#v^>v;i/T^ y) tf 5 v>( 1 . 7 4 g )£#£ 0 ife* : 141-142. 

5°Co MS (FAB) ! 3 8 0 (MH+) 0 I R(nujol) : 1 7 1 4, 1 6 2 9 c m~ 1 

O 

[0 0 9 7] 

(2) ^f;MJf 1 . lMyxf;Vx-f^(5. 9 8ml ) & vT WbS! 
(2 9 4mg)(OyWx-f;M2m 1 )<0}Rfl&iKK- 7 8 *C TjJD x. & o 

<b*iMt^(2 5 0mg)«fh7tKn77>(l 0ml )}§ TKiRfSifi^t; 
- 7 8 °C -CfSTi" * o £ 0 °C £ -Cftlffl U OttS^Cl Wflt -6 0 

l&fo^br>^-'7A^#^tT>^-T7K( i : l JiliKfcjinix.. 

^n-r h ^9 7 -f -(->>; *^*;i/2 5 g, ^ ; ^^r+h> : WfM^^^=2 : 1) 
-effiM LT^fe|^ B B H <7) 2 - * 5-^f^-8-(3-7nn-4- 
y- F^y^7y>7 57)-5, 6, 7, 8-f F7t Kn - 7 - **V- fcf U K[ 
2,3-d]e'J;y'7(l 0 7 m g ) £|#& 0 it * I 1 1 8 - 1 2 0 . 5 °C 0 M S ( 
APCI) : 3 9 6 (MH + + CH 3 0H) o 
[0 0 9 8] 

(3) ±iB(2)-Cft&*l4'ft<&!»(8 5mgK m-7Dni$If|(6 3mg)i3 
i^nn^A(3m 1 ) Ojft^Sr 0 TCT 1 H#IHHJH$i-* 0 L - "7 0 n 'j y -A- 
(2 8mg)4oJ:^h 'Jxfjvj; >(4 8mg)£tJP;L, il^t^ST3HIBia 
r^-t^o $f>i:L-^nij/-;v(2 4mg)S:iDx., SST? ^Cl. 5 P3fFhJ, 



tfc5liE#2 003-307748 1 



&m 2001-049879 



^-v: 58/ 



out 5 6 0 9 BfFli#t^)o 7°n'jy-)H72mg)^$f ) tcjiftn U 

6 o °c-e i . 5 0 mmzir&o 
m&m.&W) £ *p 7L , w$t® £ ^i£7KTi^^ l . ^m^- f'j^a -e^-r & 

(S) - 2 - (2 - H KD + ^fA'- 1 - fcfn >J 5 - 8 - (3 - 

? DD - 4 -ji h+y^>y>7 </)-5,6,7,8-fh7tFo-7-t^ 
y- tTU K[2 , 3 - d] tf V * *>*>( 7 3 m g) £t#£ c MS (APCI) 14 17 (MH 
+ )o I R (nujol) : 1 6 9 3, 1601, 1 5 5 K 1 5 0 3 c m~ 1 0 
[0 0 9 9] 

(4)±!B(3)Tf§f>ft&fl:£iaj&2, 3-y?OD-5 1 6-yy7y-l,4- 
^> > A/>tyt^rt>4 ] , ^iST3BW, o^6 0tT*l OfltW&aiLT 
, (S) - 2 - (2 - t: Kn + y^f l - kfn >j 5 -y-^yv- 8 -( 

3 - * n n - 4 - * h i"< > S JJU) - 7 , 8 - V Kn - 7 - * * V - kf 'J K [ 
2 , 3 - d J tf 'j a v y £f#& 0 m * : 1 5 0 - 1 5 3 to 
[0 1 0 01 



(S)- 2 - (2 -fc Kn + y^f^- 1 - kfn >J v — ;u) - 2 6 - y< h 

dry*;i^f-;l/- 8 - (3 - ? nn - 4 - * h^y^>y;v)-7, 8-yk Kn 
- 7 - * * V - tf <J K [ 2 , 3 - d J tf i; ^ v >W^S 



(1)2 -^^-^^-^--6 - * h^y*;^f-jl/ - 8-(3-^on-4-^ h 3r 
Z/s<>zSfr)-7. 8-yk Kn-7-t + V-k:'J K[2, 3-d]kf'J v/>(8 



ijfeffll 8 



[ft 6 8] 
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6 OmgK m-^nni§gcJ.$K(5 7 5mg)i5«t^Do*;i.A(i 6ml) 
<7>m&®J* 0°CX 1 B£|BHft#-r<&o L-7°n<j y-;l/(2 3 6 mg) t h 'jxf;v 
7r/(4 3 0mg)*M, Ott'^ei: lB#TO#-T^o h V *A 

(v'J *r;W5 0 g, ^F«K ; ^+>-> : gf^x.^;u = l : 2 — ftixf 
LTfefe|g H B a O(S) - 2 - (2 - Ko^y^f^- 1 -\£u >; •>*-;!/)- 6 
F^fy* ;i/^'x.;i/ -5-(3-^od-4-^ F^y^> ->*;i/) -7,8-y'tK 
n-7-t^V-^ I JK[2,3-d]t t ^y>(6 6 7mg)*t#^ 0 I 1 

7 4. 5°C- 1 7 6°C 0 MS (FAB) 14 5 9 (MH+) C I R(nujol) : 1 6 9 5, 
1614, 15 10c m~ 1 o 

[0101] 

(2) ^f^'Jf')A01. 1 Myxf;Vx-f)Wli(2. 7 3ml )^y7>ltl 
(1 3 4mg)^yxf;u-fiKlml) - 7 8 *C X 1 ^Ti"^ o RJS?S 

^^ottiiifwno >x^x\ ±u(i)"e&bti&it&fo(i 1 5m g ) 

Ox h 7 t: Kn -7 9 > ( 5 m 1 7 8 "CTigT L, 0 °C 4 

r-ipia L , ottiil p B mf#t £ o &f D*£f b 7 > - -7 u ?mm t r y * - r tK 

2l20g, ; ^^r-9-> : SKif;v= 2 : l )-cffi§£ Uife7*^7 r 
X<7)(S)-2-(2-t: Kn^y^f iV- l -tfn'j v — ;w) - s—ji^-^—q- 

KvTjjV^^ - 8 _(3_^nn-4-^ F^y^>y>)- 5,6,7,8 
—t F7t Kn-7-t^ry-e'J K[2, 3-d]ti'; < ->*>(8 4mg)^ 
o MS (APCI) : 4 7 5 (MH+) 0 I R (nujol) : 1 7 4 1 , 1693, 1603 
c m 1 o 

[0 10 2] 

(3) ±m(2)xn<btiZ>it&%>)( 1 Omg), 2, 2 -v^nn- 5, 6 -vvT7 
-p -s<yV*S >(5mg)i5J:m+t>(2m 1 ) ^?1^*M^T 8 B#K 

ttiffi** 2003-3077481 
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W:Wi- &o 2 , 2 - v ^ n D - 5 , 6 - v v T 7 - p > V*+/>(lmg) £ii 
*D#. 5 8#IBimffiT**M-&o 2,2-y^nn-5,6-yy 

7/-p-^>^r/(6mg)^^ t^nm, ts-^sr^iST 1 a l 

, £ t> IC 6 0 TCT* 1 B M«^-r*o JS«S:®*^ 5$ffi& * 7^^07^-77 

-(NHS, 2 0g, ^« ; ft»^-f-;i/)"efl|«lL-C*'feHff^>(S)-2-(2 
-11 Ko^ry^f^- 1 -H°n >j 5 -7^;V- 6-7 F^y*;V*- 

;P-8-(3-^nn-4-7 h ^ry^>y»- 7 , 8-y't + V 

K[2, 3-d]fcf'J 5 v>(3mg)£?#& 0 M S (APCI) 14 7 3 (MH+) 
o I R (nujol) : 1 7 3 3, 1 6 5 3 c m - 1 0 
[0 10 3] 

mmm 9 

(S)-l-(3-^nn-4-7 h * > v ;w) - 7 - ( 2 - Kn + y^f;v 
-l-en'Jyi^)-i,2-yh Kn-2-t^rV - 1, 6-t7f'Jy>W 

[ft 6 9] 




[0 1 0 4] 

( 1 )7kmit>) -f-^ ^9A(8mg)H-i h^y#^-Ki^ - 4 -(3 

-^nn-4-7 h^rv^> v ;i/ T ^ 7 ) - 6 - * n n tf y > ( 3 8 m g ) tf>-f 
F7tKn77>(3ml )mm~ 0 'CT^Mi'oinix., M&W)* 0 ICC 3 0 frIBJ 

£j*«&U »at*yw*7-r4 7TLC(M ; S^m^^^)"effl^L-c4ttfelS H H H 
<7) 3 - t: KD + y^f^ - 4-(3-^on-4-7 h+y^yy>7< 7) - 6 
- ? n n tf >J y >( 3 lmg)^o 



ttHiM#2 003-3077481 



&m 2001-049879 



^-v: 61/ 



[0 10 5] 

(2) ±IB(l)-Cf#t>tL-5 > ffc^!»(2 5ragK rifcffcv > ( 5 0mg)i3J:^ 
nn*W(5m 1 ) Ot^»?rIST 8 SfF B 1»^ o ^^liLTi^ 
tftif L T4ttfe^ H H H <7) 3-^^-4-(3-^nD-4-> h * v 
^>y^7 5 ;)-6-^Dne>Jy>(2 6mg)^|l, 0 iKjS : 14 6.5-1 

4 8°Co MS (APCI) : 3 1 1 (MH+)o I R(nujol) 11677, 1597, 1 

5 6 6 , 1 5 0 5 cm - 1 0 

[0 10 6] 

(3) fcmiti- h 'J -7^(6 0%, 67mg)H 'J^f^tX7*yim(3 0 m 
g)(7)f h7tKn77>(1.5ml 0 "CTfltlx., i&£1&£Mi&T 1 H#E 

& o t# h ntzmmm^±.u ( 2 ) ti# ^ n&it&M ( 9 2 m g ) £ 0 t-e^i 

-rojnx., yl^^0 o c-e2B#p^»i-^> o ftK^^tTK^Jpx., *$s«£fe 

h 'J^^V-va >LT, fefe|g H ^<7)3 h * v*;l/,-K— ;nf-;u) - 4 -( 
3-?nn-4-^ h * v";i/T < y ) - 6 - * n n tf v > ( 3 8 m g ) £ 

f#£o St* : 1 7 0 - 1 7 1 °C 0 MS (APCI) : 3 6 7 (MH+) 0 I R (nujol) I 
1702, 1628, 1593c m-l 0 
[0 10 7] 

(4) ±.U(3)-cnbtl2>it&Wj(8 0mg)^|ftt h V -7 A ( 6 0%, 44m 
g)W^y-M5ml) ClfiTlif L , fi^ffi £30 5MH]»ifei- & o t% 
*Pf£, »^IKL, ^>^7-;i/t«Lt, 1 -(3 nn-4 h 
+ y^> v ;l0 -7-^DO-i,2-ybKn-2-t^7-l,6-t7f 'J 
v>(6 lmg)Wo it* I 208-209. 5 °C 0 M S (m/z) : 3 3 5 (MH 
+ )o I R (neat) 11665, 1 5 7 3 c m - 1 0 

[0 10 8] 

(5) ±IS(4)-Cl#ibtL^'fb^(6 Omg), L — 7"n y —)V(9 0 m g) is XXf 
N-y?-;nfn<j K>(3m 1 )<^S£« 1 5 or-ei 9nmW$-tz>o <§Wik 
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/TLC(M ; S^m^^^)-t?ffl^LTi«fe^ B B H ^(S)- 1 -(3 -*nn- 
4 -* F+y^>"/;P) - 7 - (2 --k Kn^rv^f^- 1 - tfn 'J y-^)- l , 

2- ytKo-2-t + 7-l,6-t7f'Jy>(3 7rag)^#^o it ,6 : 1 
4 8 - 1 5 1 °Co 

[0 10 9] 

( 6 )SU& LT, ±IE( 2 )-ef#«bft<2> 3 ^v-4-(3-^od-4-^ 
^y^>y>7^y)-6-^nnh''Jy>(4 8mg), L — "7°tt 'J S —)V(7 
8mg)iJJ:a f NMP(2ml) * 1 0 0 W 1 B mmW^^o »Slif 

o SfcSfe^ h 'J -vA£»J U 2f.7ft£K£?MiU M^7'l/A'7f'f 7'TLC( 
; 7no*iVA : * ^y-;u= i o : l)tfflILt'Mfe7^^7r7;(0 

3- ,t;K;i/-4-(3-^DD-4-^ F + y^>y»-6 - (S)-(2 -fc 
Ko^y^f^-i-t:D'j bfi; v >(3 4 mg)^a„ MS (APCI) : 

3 7 6 (MH+) 0 I R (neat) : 1 6 4 1 , 1608, 1565, 1503cm- 
1. 

n h n h _tfsf t^!» * ±sexs ( 3 ) & i ( 4 ) t m&nrnm o -c^teg w 

[0 110] 

n»o 1 o 

(S)-2-(2-kKn^ryyf^-l-t'DiJy^;i')-8-(3-^nD-4 
-n^y^>y»-7,8-ytKn-7-t^V-l,8-t7f , Jy>© 

[It 7 0 ] 
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[0 111] 

(1) 2-*nn-5-# JW-K* ->-6-(3-*nn-4-* h+y^>^7 

5 y)tf; y'Xi.2 i g), mt^-^ 1 ; Mo. 3 9m l ), y^fWHr 

5 K ( 1 tS) & J: tftflf fc ^f^(30ml) <Dm&$S * 1ST 1 . 5 E^Jf #1" -5 
0 jl ? y - ;v ( l OmD* fi^fK K 0 °C T'Jjp x. , £ 1ST 3 0 ^ W«^1" 

& c »««r©*^, SIH7A^ n-7 h 7 >f -(-> 'J *y;v4 0 g, 
; ? nn*;l/A : ^+>-> = l : DtffiUlT, 2-^no-5-x^vA 
- 6 - ( 3 - y* n n - 4 - ^ F^y^>y;l/75 y)t?'Jyy(5 4 7 m 
g)£!#& 0 Si* : 1 1 2. 5 - 1 1 4°C 0 
[0 1 12] 

(2) 7K*'fb , ;^'>AT;i/^-^A(4 9mg)£_tfE( l)X~&bti2>it&V>)(2 3 
lmg)Of h7hKn77>(23ml ) <7)?I^tC 0 oflnx., 
^£0lC-C2l$ffl«*M-&o 7K(0. 0 5 m 1 )t 1 0 %*mit+ h '1 

0.0 7 5ml )* or-CSPx., 1ST 1 H««#t* a ^V»£fiic^ h'J^A 

*r^20g, ; : g^.x^;u= 3 : 1 )t?tei£LT&feifrl#&c9 

2-?nn-5-t Kn^ry^f ;i/-6-(3-7on-4-^ Ky^>y> 
7< / ) t: U v>(2 2 9rag)^„ MS (m/z) : 3 1 3 (MH+) 0 I R (nujol 
) : 1 6 0 7, 1573, 1504c m-l 0 
[0 1 13] 

(3) ±fE(2)T*^«btL*-fb^( 196mg), ~ IJMfc-? > # > ( 4 0 0mg)joJ: 

li,?ft*K^^LTBfmfe^ H B a (7)2 an - 5 )V- 6 - (3 - 

* n o - 4 - * Y * > *J)VT < S ) M V v X 1 8 0mg)^#^ o 14 * : 1 
3 4 . 5 - 1 3 8 . 5°C 0 MS (APCI) : 3 1 1 (MH+) 0 I R (nujol) 116 6 3 
, 1589. 1578, 1 5 0 1 cm~ l e 
[0 1 14] 

(4 h'J-7A(60%, 1 6 m g) 2 -*^7* / 7°n kf* >^ h »j ^ 

f ;Pxxf;K 7 3mg)(7)f F7tK077>(3ral )Ol^$:0tT"3 0^ 
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^ftftligU ^^^fe^«tJ^!#^o -^TO^^yK^kf- h ^A(6 4mg) 
<7)^^/-;K7ml)(7)l^(:ot:ti§)SL, 4 5 ^BSItio i§ 

J«£JI£l5fc*U SSi^W^f^ 7TLC(Mt> I m%^)^= 1 : 1) 
T'ffiiLT, lfe»2-^no-8-(3-^DD-4-^ K->^>y;i/ 
7^)-7,8-ytKn-7-t^y-l,8-t7f 'JyV(7 6mg)S:f| 
*o St* : 1 5 1 - 1 5 4 . 5°C 0 MS (APCI) 13 3 1 (MH+) 0 
[0 115] 

(5)±gE(4)T-»5>n&fl:£-&(6 9mg), L-7°n'J/-Ml 0 4mg)j3«t 
^NMP(3ral)^t^l 2 0°Ct:-l 7 ^ * * ttl 

>; vAinmL. il^HL, »7°w^f ^'TLCdft, 

; l^ixf til LTif ( S ) - 2 - ( 2 - 1 Kn + y^f^-l- 

t°D'Jy^;H-8-(3-^nn-4-^ h 4f > V )V T\ , 8-yt 

Kn- 7-t^V- 1, v>(2 5mg)^ 0 Hi* : 13 1-1 

3 4°Co MS (APCI) : 4 0 0 (MH+) 0 I R(nujol) : 1 6 4 5 , 1605. 1 
5 7 8 c m~ 1 o 
[0 1 16] 

mmw 1 

(S)- 2 - (2 - Kn^y^f^l/- 1 - tfn 'J ~J—)V) - 5 - ( 1 2 
-^fv* l J^)-8-(3-^nD-4-^ f^y^>y>)- 7 , 8-yt Kn 
-7-**V-fcf'J K[2, 3-d]tT'J < v><0^ 



tliliE# 2003-3077481 



mm 2 0 0 1 - 0 4 9 8 7 9 ^- v : 65/ 

[fk7 1] 




[0 117] 

(1)2 5-t KnJry^^^-4-(3-^on-4-^ h 3f v 

^>y^T* y) fcf'J 5 v>(9. 8 gh 3ft-7>*">(l 9. 6 g^ifl^n 
n*;UA(9 8 m l)Ol^^lST2 0B#K«#-r&o Zl»fk*v > ff> £*t* 

LTfefegiHO 2 - * 7-;^*- 5-*;M^-4-(3-^nn-4-^ h^r 
y^>y>7;;)t ,| jv/>(9.0 9g)^„ ft! * ; 1 2 1 . 5 - 1 2 4 °C 
o MS (APCI) ! 3 2 4 (MH+) 0 I R (nujol) : 1 6 7 4, 1588, 1577 
, 1 5 0 8 c m - 1 o 
[0 118] 

( 2 ) n-WJf-JAO 1 . 6 >?§tft( 1 . 7 3 m 1 ) £ 1 < 

?V-)V(2 4 3 mg)«f F7t Ko77>(6m 1 )?f ?ft(C- 7 8 tt'iTL, 
iS^S:- 7 8 0 C-e2B#f H 1S#i-^o ±IS(l)Ti#<bn^ft^(3 0 Omg)^ 
f^tKo77>(6ml )&fS&- 7 8 °CT7l^^^T U 7 8 

, Jv>'X3 4 8mg) £|#& 0 It* : 1 79-180. 5 °C 0 MS (APCI) I 4 0 
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6 (MH + ) 0 I R (nujol) : 1 5 9 3, 1 5 7 8 c m~ 1 <> 
[0 119] 

(3)±fE(2)-et#^tL^^^(3 4 OmgK -mit-?>rt>(6 8 Omg)^J: 

;i/#;wifxwv- 6-(3-?nn-4-y F^y^>y>7 < 7 ) tf >j ^ v 
>(3 3 8mg)^ 0 JHL6 : 1 5 6 - 1 5 8 °Co MS (APCI) : 4 0 4 (MH+) 
o I R (nujol) : 1 6 0 5, 1 5 7 1 c m~ 1 0 
[0 12 0] 

{A)i^mit-i- PJ^A(6 0%, 19mg)^f 'J y< "7 * / g£$t( 8 5 m 

g ) <7> h ;vx > ( 3 m l ) v#mi-^?UT^*-foi)nx. ^> o W&to 1 e#p^m 

JTf&o ±ge(3)"C#<btL*'fk^(l 50mg)^^)Di, S^^lSTmiS 
, $f)Cl 0 0t;-C-7B|f B 1^t^o H; jX^;w-fr*7*ygfc®K8 5mg), * 
fHt^ h V «/A(6 0%, 1 9mg)coFiVi>(3ml)?I^^lJ)DL, 100 

°c-e ?f>ci3 i^w«#"t-*o 

A-C3£*£-f*o BEBH- h V^Afcfc*^ M£K£ijftiiU SSaEfc^W^-r 
7TLC(4tt, ; Hixf-^)tffliLT2-^f;Vft - 5-(l -> 
2 - >f ^ W) ;v)-8-(3-yon-4-^ h 4r v"* > v^) -7,8- 
y k F o - 7 - 1 V - k: ' J K [ 2 , 3 - d ] t° 1 J 5 y >( 2 7mg)£|#&o 
ISio Hi jS I 2 1 8 ~ 2 2 0 V 0 
[0121] 

(5)±fE(4)Tf§<b*i&ffc£-!KK3 8mg), m-^nnl$|,fi(2 6mg)£ 
i^on,tW(3m 1 )<7>*t^£ Ott 1 Bffgm^-r&o 7°n«J y-;w(4 

5 m g) ££nx., Mfi-e i isma^-f ^oRfc&^iffKt&fn^B&k**- h u 

$fc ; ftSlxfA/ : y ^y-;i/=4 : l)TllILTiM*«(S)-2-(2-t 
KnJpy>f ji/- l -tfn i; v 5 - ( 1 -y^-;v- 2-^5 ^V; 
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8-(3-^nn-4-p< f^y^^v»- 7 , 8 - v t: Ko - 7 - V - tf 
>; K[2, 3 - d] ^ v>(4 1 m g)£t#& 0 MS (APCI) : 481 (MH+) 0 
I R (nujol) : 1 6 5 5, 1582, 1 5 3 3 c m~ 1 0 
[0122] 

mmm 1 2 

(S)-2-(2-fc Fn + y^f;v- l -tin'; — 5— (2 — tf'J v^)- 

8-(3-^nn-4-^ Ky^>y^)-7, 8 - Kn- 7 -*3rV- fc: 
'J K[ 2 , 3 - d ] fcf 'J 5 ->* >^>-^jS 
[it 7 2] 

^yOMe 




[0 12 3] 



( 1 ) n-^'lf-JAW 1 . 6M^-f>ii(3. 5 4ml )^/xf;px-r 
;K 1 0ml 7 8°C^Xlm7L2>o 2 -7*nqet?i; v>(0. 5 5 6m 1 )&- 
7 SV-cm^iZ 7#MjWC?«T1-&o 7!^£- 7 8tt-2 0 5MW*#-t* 

o 

(S)-2 -(2 -fc Fn^y^f;v- l -tin >; 5-*;u^-4 - 

(3-^DD-4-^ Ry^>-»7^ /) tf 'J < v>(3 1 4mg)^)f 1^7t 
h'a77>(10ml 7 8 Vcm^^MT U W^^~ 7 8 0 Ce $ 

- 2 - (2 -H Kn^y^f^- 1 - t? n >; y^ju)- 5 - (2 -If U y';m Ko 
v yt - 6 - ( 3 - i7 n n - 4 - ^ h +->^>y;i') tf'J r>'> Cl ft 
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JffSS 2001-049879 



^-v: 68/ 



*Zlg?fb-7>*">(0. 9 0 g)&£Zf?un*)VA(l 5 m 1 )<h^mTl 5mm 

h ^*7 7 -r — ( v 'J * 4 o g , ; ftgRJ-^-^ : * nnw = l : l — 
gfcg^^JJi®) J: ChVW^-r-r 7*TLC (?§$£ ; Sfc^^;iOT*fi!$!lL-Ci& 
Sfem7r^^)(S)-2 - (2 -t Kn4rv^f-;u- 1 - tfn 'j 5 
-(2-liUy>*H^^)-6-(3-?no-4-^*^>y>7<;) 
fcf'J < v>(2 1 6mg)£f#& 0 MS(APCI) 14 5 4 (MH+) 0 I R (neat) I 1 
5 9 1 , 1566, 1524c m - 1 0 
[0 12 4] 

(2)Amiti- b 'J ^A(6 0%, 3 6mg)<h h '1 * y * J gf;&( 7 0 m 

g)Wh^>(l Om 1 )?S^^lSTlB|F«tl)o _tSE( 1 *i& 
ft^tKl 1 6mg)^Pi, iS£-&£l 0 0 TCT? 6 ^W«#f*o mk^^t 

U »yw^f^TLC(I«;iixf 

2)«Lt, (S)- 2 - (2 - Kn + y^ffl/- 1 - en 'J 
5 - ( 2 - kf 'J - 8- (3-*nn-4-* h + y^> v - 7 , 
Kn-7-t^ry-tf>j K[2, 3-d]eu 5 v>(2 lmg)^ ».£ I 1 
8 3. 5 - 1 8 6. 5°Co MS (APCI) : 4 7 8 (MH+) G I R (neat) : 1 6 4 4, 
1 5 7 2, 1 5 3 3 c m~ 1 0 
[0 12 5] 

mnm 1 3 

(S) - 2 -(2 -fc Kn^y^f;v- 1 - kf n >; -✓-;!/)- 5 - ( 1 2 

5 yv*) A/) — 6 h ^ ->*;i/^^;i/- 8-(3-^on-4-^ F^y^ 
>VA/)- 7 , 8-yt Kn- + K[2 , 3 - d] fcf'J < i?><D&&. 
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at 7 3] 




OM 



<7 



CI 



[0 12 6] 

( 1 ) IMA:*- -M 3 3 lmg)^)^nD*H(9 9 3mg)M*7^^> 

J£T3 0#H8M$-f 4 0 vD>iy>f;v(6 9mg)£}JDx., 2-*^;l/^*- 
5-(l -**-;w-2->f 5 ^v"';^^;i/^-;w)-6-(3-^nn-4-^ h 
y';V7< /) kf'; ^ v>( 1 4 1 mg)^Dx.^>o fcf '1 v X 2 2 0 m g ) 
(Dt- F7t Kn77>(lm 1 )^fS**.-^^±Prl^^?gT U 
iSS-C 3 0 ^Wilfftio rh5kKD7?>(3ml) £*JPx.> 

5ifw^ s^^^^t^Sft**^ h u ^A&ot-cjbnx., M^-t7 

£o HcR-*" h V ^ASriiSU^ U ^7-;K'b 'Jfa 

P-ya> Ltffei^o 2 - *f-)V-=f-jr- 5 - ( 1 - ff-)V- 2 — f 5 ^V*»J 
- 6 - ^ h^y*;i/*-^ - 8-(3-7nn-4-^ V* - 7 , 

8->'t Kn-7-t + y-t'U K[2, 3 -d] kf'J 5 0 9mg)^ 

o MS (APCI) : 4 8 6 (MH+) 0 
[0 12 7] 

(2) ±f£(im#^n&tt£*tK 1 0 3rag)tm-^DDMif^(6 3mg) 
O^DD*H(3m 1 )?l^*^ST-e3 05>F^^#-r^o 7°n i; 

0 7mg) t h 'Jxfil/T^ >( 1 0 8mg)^ii, S^^Ifit 1 5H#W« 
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H7A?D7^'77^-(->']* yjv 1 5 g , mm ; sixf^-ftixf 

)v : ;* ? y-;w= 5 : l J^w^f^ 7'T l c ; ftg6j.^;w ; * 9 /- 
^=10 : l)t*if LTMfel^(S)-2-(2-t Kn^y^f;u- l - 
tfa 'J - 5 - ( 1 - 2 -4 < ^V*'J 6 h 3- v# 

;W-8-(3-^nn-4-> h4r->^>y»- 7, 8-yt Kn-7-t^rV 
-tf'J K[2, 2 0mg)m o I* : 1 4 2 - 1 4 5 °C 

o MS(APCI) I 5 3 9 (MH+) 0 I R(nujol) 11734, 1657, 1597 
, 1 5 8 8, 1 5 4 9, 1 5 0 3 c m" 1 Q 
[0 12 8] 

mmm 1 4 

(S)-2 -(2 -fc KD^y^f;i/- 1 - en 'j - 5 - [2 -(4--=e;i/* 

>; j.iF-;ix]- 8 - (3 -7on-4-^ |> - 7, 8-yt Kn 

-7-**V-fcf'; K[2, 3-d]k?«; 3 v><7)^ 
Mb 7 4] 




[0 12 9] 

( 1 )ScM-<^3^**-7^^->^ A( 1 1 . 0 g)<7)x h7tKn77>(3 5 0ral 

)E-?M^t)nx., ^fe^iife-r* s T-fi^ 10^1 ^*<7) tr- 

K(2 5ml )<Dy- 1^7t Kn77>(l 0 0m 1 )i§ffc£2Hlx.*o 
$^t:3 0 &o ^•m^J^rijy b Ltii^ii-;V7/^y-)Ayo 
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(S) - 2 - (2 - fc Kn + y^f;l/- l - tfn U 5 4 - 

(3-^on-4-^ h^rv^> T < 7 ) tf '1 ^ v > ( 4 . 1 g ) <7) -f h =7 K 
D77>(30ral t'-JW y^A 7*D ^ KOf fyt KD77 

I(43.5ml)i:0 TC-CiPx., 0 *CT' 1 S|f«tl»c fifeftfflftT > 

-(>-•; 7>r;n o o g, H:&J-*-^-*H*Bs.x^fl' : * *y-;v=2 o : l, £ 
f)i:y'J 7>r;i/5 0 g, ?dd*u : * 9 j—$,= 5 0 : Dtfflf Lt, 
feT*^? r^.<7)(S)- 2 - (2 -fc KnJf- y^f^- 1 - t:n 'J 5 - 

( 1 - fc Kn^y^f;v - 2 -"7°n^>- l-^^)-4-(3-^on-4-^ 
^y^yy>7? /) ti'J 5 v>(2. 7 0 g)£t#& 0 M S (APCI) : 4 0 5 (M 
H+) Q I R (neat) : 1 6 0 6 , 1 5 7 5 cm"l 0 
[0 13 0] 

(2) ±SB( 1 )X-&binZ>it&%0(2. 7 0 gh ~mfb-7>^>(8. 1 g)&£tf? 
on*U (12 0ml )Ofi^»*Siat? 1 5 B|f B 1f#t^o WMiiSU U 
it^^K^Mi-^o ^*7A^D7 K77^-(y'J*^9 Og, 7 

- v 3 y L-C^fe|g H H H W(S)- 2 -(2-tKn + y^f^-i-h°DiJy- 
- 5 — If — )\z-ts)\,i£=- )V- 4-(3-^DO-4-^ h^r ~>*<>Z?)VT 5 /) 
If >; ^ v > ( 1 . 9 2 g ) o HL& ! 1 1 8 - 1 2 1 . 5 °Co M S (m/z) : 4 0 

3 (MH+) 0 I R (nujol) : 1 6 3 9, 1603, 15 2 1c m~ 1 0 
[0131] 

(3) ±IS(2)T?#«bn^ffc^(3 OOmg), ^;1/*<J >(324mg)^«tU f ^ 
?/~Ml OmD^M^lfiTlBffWIt^o 

m^^^T*#|RL, 7K(3 0)i:^:ia7fc«^L, «itb l J7A«f^ 0 ©fc 
m^" h *A«r»BUU II^IMiLtife7 ; E^7 77,(7)(S)-2 - (2 
-t Kn + y^f^- 1 -tfn 5 - (2 - (4 -^e;P*~;i/) -h 

;^--iV)-4-(3-7nn-4-^ h^y^>y>7^ / ) \£ 'J ^ y>(3 5 8 



tBffiE#2 003-3077481 



&m 2001-049879 



^-v: 72/ 



m g) £t#& 0 MS (APCI) : 4 9 0 (MH + )o I R (neat) 11 6 2 5 , 1 5 9 3 
, 1 5 2 5 c m~ 1 o 
[0 13 2] 

(4)n-^'Jf')^1.6 >?§?£( 1.76ral)^yy^nM-> 

;i/7 5 >(5 1 0mg)Of F7tKD77>(3m 1 )W^\-~ 7 8VX~mZ., 

, Kfcm^tt-i-7 8°C-C1 0^M«^i-*o ±SE(3)-C»«b^&fb^!»(l 3 
8mg)(7)f h7t KD7 5 >^jft«r?S^!»^- 7 8tt'iTL, fcOlC 

MIL, ^ffiTKf^L, iSthU-JAtSasno 

— (NHI 2 5 g, m%;%m^^), o^t7 0 W^7f^7TLC(M7^ 

^7a, : iixf^x3)tiiuiffe7^77x«((s)-2-( 
2-t: Kn + y^fA/- l - tin «j 5 -[2 -(4 -^e;i/* 'j — .x-f- 

;i/]-8-(3-^un-4-^ t>^y^>y^)-7,8-yt + V 

-fcf'J K[2, 3 -d]tf; 5 1 mg)£t#£ 0 MS (APCI) : 514 (MH + 

)o I R (neat) : 1583cm _ l 0 
[0 13 3] 

mmm 15-42 



mtiE# 2003-3077481 



!$m 2 0 0 1 - 0 4 9 8 7 9 ^- 9 J \ 73/ 









15 


m — OH 




jgfcj& : 99~1031C 
MS (m/z) : 247 (MH ) 


16 




f 


ffiifc : 135~136°C 


17 




OMe 

f 


ib£:i32°C 


18 






Sfe^:i54~155 < C 


19 


OH 




S4^:i50~15nC 



[0 13 4] 



WSEJRf 2003-3077481 



&m 2 0 0 1 - 0 4 9 8 7 9 ^- v : 74/ 
^1*(^2) 















20 




it&:l43~144°C 


21 


f^N(CH 3 ) 2 


®t'&:l02~104 £ C 




^^OCH 3 

o A- 

k/N^.N N^O 




22 


ife^:201-203°C 
MS(m/z):443 (MH + ) 




^yOCH 3 




23 


Sfc,&:i67~168°C 








24 


rOC cl 


St^:i89~190°C 



[0 13 5] 



tbsiEJff 2003-3077481 



&m 2 0 0 1 - 0 4 9 8 7 9 ^- V \ 75/ 



#-*§- 








25 JUT 




! 25 


ffli&- 172—173^ 




^.OCH 3 




26 


^— OH JL Ji 


St£:l39~141 0 C 




k/N^N N^O 




27 


14^:207^209^: 




^.OCH 3 




28 




UL&:169. 5~170°C 








29 


it£:200~201 < lC 







[0 13 6] 



ttifiE#2 003-3077481 



&m 2001-049879 ^- v : 76/ 

f ii(^©4) 











^YOCh 3 




30 


XXX 


yc (m/ry\ • A 1 7 /MU +, \ 
Mo VfTl/ Z / -41/ V Mn / 








31 


H 2 N^N N^O 

XXX 


St&:234~242°C 








32 


V^ n y n y n Y 0 


St!^;:l58~159t: 




f ^Y OCH 3 




33 


N ^^C0 2 H 


258—264^ 












34 


NHCH 3 


i6^C:l91~191. 5°C 



[0 13 7] 



fctifiE#2 003-3077481 



#11 2 0 0 1 - 0 4 9 8 7 9 ^- v : 77/ 











^^OCH 3 




35 




§6^:216—218^: 




^.OCH 3 




36 


^ N "fT N T N T° 

N(CH 3 ) 2 


MS (m/z) : 472 (MIT) 




^\^OCH 3 




37 


o yvt° r> H3 

O 


MS (ra/z) : 527 (MH + ) 








38 


C n y n y n y° 

o 


MS (m/z) :514(MH + ) 



[0 13 8] 



mSE# 2003-3077481 



mm 2 0 0 1 - 0 4 9 8 7 9 ^- v : 78/ 

[*6] 



^1^(^606) 



#■§• 








/-\ l_j 

. f | 










39 


HN -^OH 


m&- 207—2 lot: 










A-OH 

1 — ^ OH f^^ C\ 




40 


Me Me 


MS (m/z) :552(MH + ) 




r^Y OCh3 




41 


O 


MS (m/z) :473(MH + ) 








42 


C n y n y n Y° 

o 


Bt£: 199—20 It 



[0 13 9] 
1 

(l)3-ih^y* 4 - t: Kn 3r v- 6 - V kf 'j v > 7 . 8 0 g 

fcj:^***'; n <J K4 8 m 1 4>rl£-%£ 1 0 0 t"C 8 B#W*#1-£ 0 j§#| 



tbliE#2 003-3077481 



JjfSI 2001-049879 



^-v: 79/ 



v^xumutt u siif;K-inj u *. t u b v a 

?D7^ > 77^-(y'j loog, ; ^**r> : %m.^^^= i o 

: 1 ) tffiILt, 4ffi-felS H B H <7) 2 , 4 - n n - 5 - x h y * ;p * - ;ni ij >? 
>8. 5 0 g£|#£o it* ! 3 2-3 2. 5*Co M S (m/z) I 2 2 0 (MH+) G 
[0 14 0] 

(2)±fa(l)-Cf#^ft7Hfc£^l. 0 2 g, 3-^on-4-^ K->^>y> 
rr/1.02g, h'J 75 >8 2 3 m g & «fc tfr -t b — h 'J )V 2 0ml 

m^^-Rm^mi- h v ^ ^mm^M^mmr^mL, mmm^mn^myK 
mt-ri^^i,^ -mm l x m^m. -mm % mmmm l , mm z * ? a * u ^ h ^ 

57-f-(y'J#^2 5g, ; ^^"9- > : f£@£-*-^ = 4:1) "^ffl^ U 

^-6-^DD-4-(3-^on-4-^ F+y^>y>7 5 7 ) k: 'J v > 1 
. 1 7 gZn&o : 115.5-117.5to MS (m/z) : 3 5 5 (MH+) 0 

[0 1 4 1 ] 
###U 2 

( 1 ) n - 'Jf^A2 3.2ml yMv/nk>75>3. 7 6 gOf h 

7tKD77>25ml 7 8 tT-iTt^o WL&%&* 0 *C"C 1 0 

ov»t, 2,6-y^nntf>Jy>5.0 g^f h5t Kn7 7 >2 5 
m 1 vf 7 8 r-C 2 0 ^M^t-rSST-f-So 7 8 °CC 3 B#IHJ*# 

LT, 2, 6-y^nn^3f>i4. 5 0 g£f#£ Q St* : 14 8-15 0°C o 
MS (ESI) : 1 9 0 (M-H)- 0 
[0 1 4 2 J 



ttJfiE# 2003-3077481 



mm 2001-049879 



^-v! 80/E 



(2)±fB( 1 )X-ntzit&®5 0 Omg, 3-?nn-4-^ h*->^>v^T^ 
>6 3 8mg, j^m^ '^A8 1 7mg, ^fbiP? 3 1 3mgi>Wl 
2-t'n'JyV>l Oml <D^^^ 1 2 0 ICC 2 . 5 B#P*flfil#1-£o MfiS "C 

2 EI) U »f'J^A«t^o WSBft-*- h ->A«r«jgL 

g> ; ^no,tu-^Do*u : y< ? 70:1 )tttiLt, 

fe-fe|g H B H ^ 2-(3-^DD-4-^Ky^>y^7^)-6-^DO^nf 
>^4 7 1 mg^tf^o Hi* I 1 8 4 - 1 8 5. 5°Co MS (m/z) 13 2 5 (M- 
H)- c 

[0143] 



tbliE#2 003-3077481 



mm 2001-049879 



^-v: 1/E 



mm 

mm) mtitz pde v mmimz^ u mm^^m^n • fern 




(i) 



COOHf ; RSiiH, tt?ntv^Uv^7'J-;Hf ; x, Y 



taiiE# 2003-3077481 



mm 2001-049879 

as i a i i ii i 



r^- [000002956] 

1 . ISIE 4 ? J! S 1 9 9 0^ 9^200 

p/f ±mffi±mti*$:\zmm 3tb 2# i o -si- 
ft £ Baa^^i*^:^tt 



